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= (54) Title: TISSUE FACTOR PRODUCTION INHIBITOR 
= (54) ffl»H^S±ffll*J#J 



(57) Abstract: A pharmaceutical having the potency of inhibiting the production of tissue factors, which pharmaceutical com- 
prises an LXR ligand as an active ingredient. There is provided a pharmaceutical for the treatment and/or prevention of vascular 
re-stenosis encountered after angioplasty, endarterectomy, percutaneous coronary angioplasty (PTCA) or stent placement, or for 
the treatment and/or prevention of blood coagulation disorder, diseases induced by platelet aggregation including stable or unstable 
angina, disorders of cardiovascular and cerebrovascular systems including thromboembolism induced by diabetes, re-thrombosis 
encountered after thrombolysis, brain ischaemia seizure, infarction, apoplexy, dementia resulting from ischemia, peripheral arterial 
disease, thromboembolism encountered during the use of aortocoronary bypass, glomerulosclerosis, kidney embolism, tumor or 
cancer metastasis, which pharmaceutical comprises an LXR ligand as an active ingredient. 
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^/VS, hy^/V^-n^^/VS, ^h^r^S, ^h^r^S, Tir^- 

/vr^ym, xn, Ra l m^Ra 2 ^—mtf^x^u^^r^m^\.-, 

Ra 4 ^t^Ra 5 «, ^-Xttl^ot, *l{tjJ§H\ *»jJ§C^\ ^/l^, ^Hrv^ 
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Ya», -ois/um, m^titc'O^mimnm^n, c -c r/v^/vs, c - 

1 6 1 

C T/l^^S&tJ^n^ 

6 

^^/V*. gm^tb7C^^/^^/VS(^^SmS«. C -C T/V^/VS. C -C T 

16 16 

xrau eife$Hfctry^/^^/vS(^^e^Sf*. c -c r/v^/vs. c -c t 
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[0012] — jRS:(la)©#ig#|^<D3ei|t!:*3»t5rc -C T/V^-/^J{*, l7^M6f@(D^^ 
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tVH, yyy°nfc7vS, yyy^/vS, s-7f;H, t-^f;H, ^y 

^vv^ -Yy^yf/H, ^^y^/v^ t-^y^yvX, i-^f;v7'f;H, ^ 
*ci/;v^ l-y^/y^y^/i^, 2-yf;^yf;wS, l 

7n^s, yyy°ntvi^ -f^/vm. yyy^/vs, s -7f/n, t-y^- 

/v^©,t5fcc -c T/v3vv^-e&^ £«9#Kgfm, ^/vS, y°nt7v 

14 

[0013] — J&zS (la) <D&WM^(Dfemz.&tfZ> TC -C ^ x _hfEC -C 77K¥ 

16 16 

i-^h^ym. 2-y>^ys. 2-y^-/v-i-y°n^^ys, 2 

-y^vv-2-y°ptf^>s, l-^y^vi^r-y^ 2-^7^^^!, 3—^ 

y^/v^yS, 2-^fy-2-7>^yi, 3-^f;v-2-7>^S, 

y/v^y^, 2-^y/v^y^, 3-^y/^^-y^, 2-y^/v-i-^y 

^yy^y*, 3-y^/v-i— <y^/v^y*. 2-^yfvv-i-y > >3ry^ 2, 

2-^y^/v-i-^hdrys, xtt, 2,3-v ? y^-/v-i-y>dfys-efc«9#, 

iat, c -c r/V3^ys-efe»9 N j;«90ii^«, yh^ysx^h^ys-e^ 
1 4 

[0014] — ^(ia)(D^-mmK(Dfeat-*5it§r/Nti^v^jtt, y/i^}-^ ^onl, 7n 
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Rb 2 «, 7k*J^^, y^/vs, tR^s, yh^>s, r^ys, 7^tni, xrau y^ 
Rb 4 ^r^Rb 5 {*, m-xteH&oT, 7k*Jj§w\ y^«, yh^r^, 7 

^nS, XE\ ^nnS^L; 
Ybte, ^y^/H, g^tLfc-^^/VSC^f^g^Sfi^ C -C T/V^r/H, C - 

1 6 1 
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y^/1^ gm$^fc^^/Vy^/VS(^^SmSfi. C -C c-cr 
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2—^^/V^ 

, 2-^7V-2-^/VS, 3-^/V-2-^/VS. l-^rv7VS, 2-^Sf~> 

3 — ^^r^/l*-^ 2-^7V-l — <^Vk^ 3-^/V-l-^^/V^, 
2-^^-/V-l-^/VS. 2,2-vy^/V-l-y^WS. Xfi, 2,3-i^vV- 

1- ^/vmtrfe^^t, c -c T/v^vm^m, xjoumku, 

1 4 
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M«mss-efc«9, yy/vs. t°ny/vs. t°7^y/vs, 

yy/vs, ^u-yy/vs, -fy^u-yy/vs, ^ryy/vs, ^y^-ryy/vs, 1,2,3 
-^f-^Tyy/v^, l^.s-^r^ryy/vs, hyryy/v^, ^hyyy/vs, t° 
try t°yy tfy^v 5 — t 0 ^— /vK, rif 

-r^yvy^/vs. fc o ^yy^~/i^ twy^/vs. tr^y ^n, txy^/n^ 

, hyryy/v^ t°y v^s, xra\ ^/v^y-/v*-e^ 0 
[0018] — hb&z (ib) <z)^m^*ofeat-*5(ts rc -c r^^ymi _htec -c t/v^ 
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2- y°d/K^ys, i-y>^>S, 2-yh^>S, 2-^/v-i-y°n/K^yS, 2 
-y^/w-2-y p n/K^v-^ l-^^/v^-df-y^, 2-^^/v^-df^, 3-^ 
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[^cp. Rc 1 . Rc\ Rc\ *3 itF. Rc'te, |^J— *fcf2*&9, Tk^tUiC^ C -C T/V 
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i/S, v^/i^J-n^hdfiy^ MJ^/^^h^v^^, ^^:7/i^J-in:^h3rv^ 
Rc 6 {i, ^-CORc 8 [^^P, Rc 8 {3\ C -C T/K^>S, *fcf3\ s^ntf/C -C 

3 6 3 5 
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Rc 7 te, ^-NCRc l0 )ZcRc !1 Sr^ri-S^ 

Rc 11 }*, C -C T/V-3V1^ ©me -C T/^/V^O^flMl*^ IS&g&a 

14 14 

cJ;«93g^^llTS^S-efe§). ^n^nt°/V-(C -C T/V=3r/V)S, C -C *s9 

12 3 4 

nT;v^;vm, £fcte, C -C 7/^;vS^L, 

2 4 

Zcf3\ ^-CO-, -CS-^L<«-SO -^ft^S^to ]«?3*L; 

2 

yf>3rv^ v^/l^-n^^v^ hy^/^n^hdrv^ ^^^/i^-n^h^^, 
M^S^jSc^, C -C T/V^/VS, ^n^VC -C 7/Wf;VS(^S^n^C 

14 " 14 1 

4 1 

C T;^;vS^t),c -C 7;^^>S, (C -C T/^^V)*/v#= v- 

4 14 14 

[0021] — ^(lc)(D#em*^>^i-*5(t§rc -C T/V^/VSjte, 17!^3i®(Z)^|ft 

1 3 

-7aM, Xli, 2-7nt>i-e^r#, IflHt *^;vmitfd&^;vmv 

[0022] — j^^dc) (D&WM^(DfemKteftZ> TC -C T/V=fdf^Sj C -C T/l^r 

3 6 3 6 

P/tfdfiy^ \ -^/^-;V3r^y^ 3-^^/1^}"^^ 
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2 - - 2 - -7*Y^y^ 3-^/v-2-yh^>^ l-^^v^i/S, 2 

-^^r^/V^-^rv'S, 3-^=¥v / /V^->S. 2-^/V-l-^^/l^¥v'3£. 3 
-ZfY*i/^ Tfefcte, 2,3-v ? ^/k-l-^>^i/^-efei9#, #Kgt£fci\ 2-7°n 
[0023] — afczSOc) <£>#g|fcg<£>^g&fc:i8*t5 T/Nn^VC -C T/V3^>Sj 175^5 
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3 5 

^/l^P^naj^VS. 3-^nci^°n^dr^, *fcf3\ 5- 

[0024] — ^^;(ic) ©^ttS^SitjottS rc -c t/v^/vSj te. ilbmAm^m 

1 4 

-^ntvv^, 2-^nt>l, l-y^/um, 2-y*f-/vm, 2-^;v-\-zfn\f 

1 2 

[0025] — JRS: (Ic) <D&WM&<V7£miZ.&ft% TC -C v^nT/V^r/^J fc\ f?!jx.«\ is 

3 4 

2 4 

f-te, 2-^;v-2-y°vi-<^;v^mn, tf^vvS. 2-^n^^/v 

[0026] — j^^dc) (D&WM^(DfemKteftZ> r^ny/C -C T/V^f/VSj 17?;M5 

1 4 

1 4 

jtfif^ 7^tD^f^I, v^/i^j-n^/v^ ^^nn^f/vS, ^^n^^wg^ 
Vyy^n^/v^ MJ^uti^/i^ 2-:7/i^}-nrc^Vi^ 2-^n^erc^/v^ 
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N 2-^nnxf;H, 2— 3— Ka^vV^ 2,2- v^/l^J-nrc^Vl^ 2,2,2-hU^ 
[0027] — $£5£(lc) <D&WM&(Dmm\^tfZ> l"C -C T/V=3^Sj _hfBC -C T 

14 14 

[0028] — (Ic) <D%rWM^(Dfem\^tfZ> KC -C T/V=3^»;*7/V^/VSj -h 

1 4 

tec -c T/^^i/m^mmt5nfc%^7$~^M(-co-)-efo<9, 

1 4 

-l-^mK^^/MjwVS, *fcf3\ 2-^/V-2-7°n/K^-^/V^/VS-e 

[0029] — JRS: (Ic) -e^$^ft^«, PCT/JP2005/009142Bj!^#^fE«$tbfcTfE(D 
[0030] Mb4] 
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Bc;£ 




[0031] _hfEAcfeXf*BcfecO^^O*it^^*5V vt\ Rc\ Rc\ Rc\ Rc\ Rc\ Rc\ 
Rc\ 3o<fct^ Yc{*. ±t^(DhCOtmMM^^ Rcl^ C -C T/V^/V^^U 

1 6 

Xc a te, ^nnS, ^n^S^fc^a— KS^i~ 0 

fci&MM^^^&ftte^XhX^HMz.^. T. H. Greene, P. G. Wuts, Protective Gr 
oups in Organic Synthesis. Third Edition, 1999^, John Wiley & Sons, Inc.^) 0 
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[0032] (Ac£fc) 

Acm-i, \\&m (ic) %wm~rttmx»ihz> 0 

(Ac -IX©) 

T\ (2c) Sr®l5ti-5X@t?fc5„ 

•So 

(Ac-2X@) 
Ac-2Igii, 

(Ac-2aXS) Ac-lX@-C#e>tb^fb^ (2c) <k^fc5/&^fcf2<£&<£>>fb 

\mhtb%ik&m Oc) ^kj^-^-c (4c) ^gsBt-t-sx©-?*? 

Ac-2X@te, 

(Ac - 2b X©) : Ac - 1 X@-C#fcil^fb-^» (2c) £4*fcJT?&5a>*fcf2^&<D>f 
^^^^Ir ^#fett§^:Rc 5 CH 2 COCOOH^#-r§{b^^HJ^$^X@ ; *5 

(Ac-2cX@) :3l#$ftvT\ Ac-2bXg-e#^^^^^#^Ti--C, ^Rc 
'OHSr^rt-5>fb^i:Sli&^ te^$> (4c) &§mirZ>JmK£oXhft ?Z.k&~e 

Ac-2aX@*5j;U?Ac-2bX©^*5V^, ftffl$tt5S^Ktt. 05ifci3\ 
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(Ac-3X@) 

^ (5c) Sr$iati-5X@-efc5 0 

o 

msmmti, ffrmtett. 707^^i50 o c-r^ o 

KJ«5Qte, &&\Z.t*. 12^|ffl7!rM48l^ra-C*>5„ 
(Ac-4I@) 

Ac-4X@{*. Ac-3X@-C#£>*b5>ffr8^(5c) ^i^fcfeT^T, ^(Rc 8 CO 

2 

)ot>L<«Rc 8 coci^Wi-^{b^i:SJS$^-c. (6c) £$^-r£X@-e& 

•So 

mx*mn. vv^/vt^ a- (n,n— ^^/v-r^try^^fcttr. 
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(Ac-5I@) 

Ac-5X@«, Ac-4JM-V&t>tlZtt&m (6c) &MjtL-X^ ft&m (7c) £rMit 
(Ac-6I@) 

Ac-6X@«, Ac-5X@-C#fetb«'fk^» (7c) Wfct*»£?J££^T 
, (8c) £r$^1-5X@-e&5„ 

xh%o 

HJ^B#r^fi, mi&KH:, io$rm7b^3mmx&z> 0 

(Ac-7Ig) 

#\ teKHDfc&m^&g, \zMbtiz>it&m Oc) ^j^$^tt, dc) 
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[0033] (Bc?ic) 

(Bc-lXffi 

Be - 1 igii, teto^hzfr$ifctzteto(D4k&tofrtb&g, Knhtiz>ik&m ( ioc 
) &m&?&T ^XTKmmm^m ( i ic) srsssg-rs x@-e*>5 0 

^XfSte, iB^ ^BE7!?Ml0000hPa, SX7?7^5000hPa<D7k5Sf #HM 

(BC-2XS) 

Bc-2X©«, Be - ix@-e#e>tb«>fb^» die) SrT^^/Wb-rsr^^it), 

ft&m (12c) Sr5S3^r5X@-T?S)5„ 
*xmtc:*5V^, ^S^J^C-Cill:. ^Sr^fflb-ObJ^o {jgffl^ii^Ste. 

(Bc-3X@) 

Be - 3xgii, Be - 2XMxmbtiz>4k&m ( 1 2c) ^mnmxmmir^tKx 

«9, ^^(13c)Sr»5gt-5X@-C&5. 
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(Bc-4X@) 

Bc-4X@«, Bc-3Xm-C#e>*t5te^ (13c) ^V^b^ (14c) ^Mit 

Be - 4Ig(i, Ac - 4X@i: |U#©^«fe ^^oTfT9-^^-e#§o 
(Bc-5X@) 

Bc-5X@«, Bc-4X@-C#fetL§^^) (14c) £^ny:/>fbi$|£hKJ&£i2rC 

* >fb^(15c)Sr»at , t-5Xm-C*)5o 

®.m$inzmffl&, &mz.&, ^n^itmt^mmxm, £om-m\az, mm. 

(Bc-6X@) 

Bc-6Xmf*. Bc-5X@-e#^tV^^^(15c) ^^#^T^T, ^P"e*> 

Bc-6X@«, Ac-7X@i!|WI#0^«oTff5'^^^o 
[0034] LXRU^VKiXT, PCT/JP2005/011928K?M#, #JS2005-189264^-Klffl 
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-IM(id) 
Mb6] 




[5£cf\ Rd 1 }*, ^-CORd 9 [^^, Rd 9 fi, c -c T^^i/Stfcl^ND^yc 

1 6 1 

4 1 4 

1 4 

Rd 2 {3\ yfcf&GK^N hy^/V^-n^^/V^, 2,2,2- hV^/^n^/vm, 

Rd 3 }*, C -C T/l^r/l^ ^n^/C -C T/P-^r/l^O^gl^ci^VC -C T t\> 

14 14 14 

*/umt, 17bM5fa<Ds^?S&T*m&&tlft:C -C T ZK*rJ>V^tt1r) ^ C -C 

14 3 5 

iy^nT/V^r;V^ C -C T/V^/H, C -C T/V^^^S, *fctt 

2 4 14 

Rd 4 :&i<^Rd 5 te\ ^C^JET-^b; 
Rd 6 3oJ;U?Rd 7 te, TK^^-^b; 
Rd 8 f2. ^-N(Rd 10 )ZdRd u 

Rd n te\ c -c T/v*/vm, WMc -c T;v*/vmmW.m$kMt, iiSHa 

14 14 

cUt«?aKR$H5HB©U-ca!>5), (C -C i/^nm;W;H, C -C ^o7 

3 4 3 4 

2 

b; 
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[0035] — j^^(ld) ©#ig#|^03egS^*3»t5 Tc -C T/V^^r^J te\ _hfe£l*]#<DC 

16 1 

6 

1- Zfntf^ym. 2-7°ml^rv^ 2-7'h^m, 2-y^vV-l 
-^d/K^S. 2-^/V-2-7 P t27K=arv'S, l-^yf^'VS, 2-^^ 
/V^-^v^S, 3 - ^^/V^v^, 2 - y ^/V - 2 - 7>^r 3-^/V-2-^ 
h^r^S, 2-y^/V-2-y>df-^, 2-^^/P-^i/^ 

. 2-^;v-\-^y^-;v^i/^ 3-y^/v-3-^^ 

-efe«9#, C -C T/V=*drv^-e&<9, iWjtfcteU C -C T/Vn^rv'S 

2 6 3 6 

~C&«9. ££>^#K@&a3\ C -C 7/^^S(»i:, 2-:/titf?3rv^ 2-y^/V- 

3 5 

2- ^uT$^mtfd&2-*?-/v- 2-^v^mx-m, mh»m\a^ 2-^ 

[0036] — |$^(ld)<D#©&^<D^^£:&ft3r^nyyc -C T/l^^Sj E\ 17^5 

1 4 

1 4 

^-nyhdf-^, ^/k^-nyhdr^K, v'ynnyHrv^ ^y^^h^ym, hy^/v 

^-nyh^^, hyycioyh^r^, 2-y Mua^h^yM, 2-7*v^^h^~>^ 2 
-^uu^h^yM, 2-3— K^t^rv"^ 2,2-^/V^-n^hdf-^, 2,2,2-hy^ 
/l^-p^H^S, 2,2,2- hyynnmh^>^ ^y^V /vtnx^^I^ 3,3,3-h 
y^/v^-n-i-^n^^^ l,l,l-hy^/v^-n-2-^°n^^, 1,1,1-hy 
^nn-2-7°ti^driy^ 4,4,4- hy^/V^n-l-^Hrv^ 4,4,4- hV?/^ 
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3 4 

m^vsfyc -c T/v^^mt. iTb^sm^^vfjmreWM^tit'C -c T/v 

3 4 3 4 

[0037] — $£5£(Id) ©^S©£ii^1t5 TC -C T/V^r/VSj tt, 17^400^* 

1 4 

-^nfcfVl^ 2-7°nbV^, 1-7^/^, 2-^/vK, 2-^/V-l-^nt° 
2-^/V-2-7°ntVV*-efe«9#, C -C 771^r/l^( 

1 3 

^vvSt?;fc<9, ^/vS^fc^o 

[0038] — ^(Id) <D^«|S<D^gg^;fc>ft§ r/N P ^/C -C T/l^r/V^J tt, 

1 4 
1 4 

/l^J-ti^/V^ v^/k^n^/i^ Wnn^=3-;V^ i/y*n^:^/v^ V)~7;V 
^ru^/vM, YWrivi^/v^ 2—Z7;v^ru^^;v^ 2-7*n^:^/v^ 2-7 
nnxf/H, 2,2- v>7;V^Pxf;H, 2,2,2- hy^/V^-n 

rc^-/v^ N hy^nnnz^/v^ 3-^/v^-n^°titVv^, 3 

-^nn^ntVi^ 3,3,3 -bV7/v3rw?v\i°/vm, A-y;v^ruy^;v^ WzJti. 
% 4,4,4- hy^/v^-n^/v^-efc«9# N £?ifitm, /M^yyc -c T/^/l^(^ 

1 4 

1 4 

i&^fcc -c T/v^/vS^i-)-eS><9, £*90jI^}*, hy^/v^n^/vS, 2,2, 
1 4 

[0039] — $£5£(ld) (D^m^^^m^^^ TC -C v^nT/V^/^J 37I?M5{@ 

3 5 

3 4 

-^(ld)(D^mm*»fea^^tt§rc -C T/Hr~/VS_li3\ 17!;^2j|S|(D^ 
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2 3 

[0040] — ^^(Id) ^©^S^^^i^ l"C -C T/V^i/Sj te, Hll<D_Lfec - 

1 4 1 

4 

-^n/K^S, 2-7°n^^, 2-^>^S, 2-^/V-l- 

^vtf^y^ itfztt:, 2-^/v-2--7v^^xmm, m-MKU, C-CT 

1 3 

3 4 

3 4 

[0041] ~%9t^(.ld)X$t£frl%i[:&m'£. PCT/JP2005/011928K*ffl#, #J|g2005- 189264 
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_h|BAd^/c«Bd&CD^^^CO«3t^:^*5V>T, Rd\ Rd\ Rd\ Rd\ Rd\ Rd 6 

, Rd\ Rd\ Rd\ $o£xjt, Yd«, ±m<Dh<DbmMM&^u Rd a «, 7kmm^ti 

teC -C T/V3r/l^£r^i- 0 

1 6 

[0042] TfBAd&XteBd&(DSJ^^*5V NT, £cJ£XK&3^1^3^ T^/X, T^MSz 

fc^^SfD^^^T^oTt^V^^X.^, T. H. Greene, P. G. Wuts, Protective Gr 
oups in Organic Synthesis. Third Edition, 1999^, John Wiley & Sons, Inc.^) Q 
[0043] (Adfe) 

Adfefi. ^(id) (c&v vc. Rd^itmd^^j^Tfo^ xd^W^-BrXfoZik 

&m (Id-a) &WmiTZ>jTW:X*hZ> 0 
(Ad-lX@) 

Ad-lXg(i N ^Xh^^fc^^fDih^m^^Mj^nhtl^h^ (Id) 

^n^itrnx^n^it^x, it&m (2d) %wm~rz>rnx&z> 0 

n^tmx^ 0 

m^UM.U, 0oli-te, 507!r^l50 o C-e^ o 
(Ad-2X@) 

Ad-2X@te, Ad- Hg^t^tlSft^ft (2d) £\ ^#^T^T^^ (3d 

) tBcit^x, it&m (id-a) ^mm-^nxh^o i\&m (3d) <k£n-e&3^ 
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[0044] (Bdlfe) 

Bdjfete, 5£(Id) ^3ol^T, Rd x ^-cORd 9 -efe»9^ Rd 6 *5j;I^Rd 7 ^7K*ig^--efe«9 

, xd^s^jjg^-efcs^^ (id-b) &wtrz*W:"e&s>o 

(Bd-lX@) 

Bd- llgfi, Ad«fe^-e#^n5fb^ (4d) ^feaLt, >ffr^ (5d) 
(Bd-2X@) 

Bd-2X@te, Bd-lxm-e#e>tt5>f^^(5d)Sr, «^JO#^T^T^-e 

fesd^feri^o^^d^^i^btts^-a^ (6d) tBiit^x, \Y&m (id 

-b) SrjK3t^-5X@-C*>5„ 

^ffi$t^§$fl'n*^!j{3^ R. C. Larock, Comprehensive Organic Transformations. Sec 
ond Edition, 1999^, John Wiley & Sons, Inc.#^fBfc£;ftfc^^J^fe9#5o ^ 

(i) ^^/k^^y/kv^r^K, ^7i^*^*y^r^K© «£5fc#Bk^*^/HE 

(ii) l,3-^v-^n^dri//V^7/V^^H\ l,3-^yy 0 nlf/V#/V^i^f5K 1- 
ai^vV- 3 - (3 - ^^/VT^y^ntV^/V^v^-r^K (WSC) <D J^&^/V^v^ 
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y - 2, 3 - ^/V^ W^KO i5^N - tKndr^^i^KDMa-a-^^r ; 

(iii) 2,2'-v?fc°yv7V ^/v^K, 2,2'-^yy , f7/y;v Vx/vy^WXytj; 

(iv) 2-^nn-l-^/Vt°yv ? ^^ 3— ^K, 2-^n^-l-^/vt°y^-r> 
^ ^nyK©J:5^2-^Nn^V-l-'(a^T/v^r/vt 0 y> ? ^«>A ^^KiS£T?Ei& 

(v) 1, l'-^ify/V^^V-zV, N,N'-%/Vs$^/Vi/4^yy-^<D£yts;4^ 

(vi) p-h/Vrc^/V*^/V^nyH\ 2,4,6- hy^/V^/V^/V^nyH\ 2,4,6-hy 
^y^°ntV^/v*^/^nyK(DJ:5^/^-/^nyKS^TfS^S«^t?^T? 
&«9#, ^/^^^KS^^ia^^:, 2-/Nti^V-l-iSmT7V 
df/Mfyv^^ ^^K^^^l^-fr, ^/i^wvynyKHgy&K 

;v^M^tmM(Dn&1o^:, - 1 -y^vMfy v^?^ a— i^Kir^cD 

m.-n-fc>l£, ^fcte, 2,4,6 -hy^yy 0 nt 0 /v^/v*^/vynyKi!^^(7)|a^t>-^r-e$3 

-So 

[0045] ±mm&Mtm&i^£x®im&inz>j&m^ mx.it, hy^/vr^ *Mv?n 
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[0046] LXRy^VK^bT, #JK2005-110908-^^lH#^^^$tb^T?E^^#/ 

-^(Ie) 

Mb9] 




Ktp. Re\ Re\ Re\ Re 4 te, PJ— 3;fcte^&«9. yfcf&RK^ C -C T/V 

1 3 

^/VS^ Vyy/v^rv^f-jv^ 2,2,2- hU^/V^-nrc^/k^, X^^/V^tirc^vV 
tKn^rvvl^ ^J^ri^, ^f^r^, ^/k^-d^, ^na| N ^fcfS, ^n^e^ 

Re 6 «, 5S;-CORe 8 K^, Re 8 «, C -C TV^^S, ^n^VC -C 

16 14 

1 4 

1 4 

Re'te. ^-Xe 2 Re 10 

^SO Re 12 (^^, Re 12 fi, ^vm^tzM.^/Vm^'T) ^t^^^U 

2 

Ye 1 }*, ^ai^/vS^b; 

Ye 2 te, :7a^/l^ ^— ifcfcteM^ 

ae£X>mWSflZ>lJb^2\m<D^XlbZ>) ^ ^^=.;vm. ^T^V^&, WV/V^ H 
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illfaett, C -C TVV^r/l^ V)? >VHrxi* s f- 2,2,2- by 7;ktox 

1 4 

^/l^, ^i'^/Vctf-nn^vl^ C -C T/Hr^/V^, C -C T/V^/l^ C 

2 4 2 4 3 

4 

x^y^;^^;H, ^^-/VT^yS, ^/VT^/S^ v^/VT5:/S, 9 J 

[0047] — ^^(Ie)(D#gmS^^a^*5TOrc C T/V3vvSj l7!;M3j|SO^^ 

1 3 

[0048] — J|^^:(le)(D#g^*(D^^*Dft§rc -C T/l^drv^Jte, _hfE£H?]#<DC 

1 6 1 

6 

1- Zfn^iym. l-^h^S, 2-:7>3->S, 2-^/V-l 
-■^n^^m, 2-^/V-2--7ntf3ci/^ 1 — <^ 2-^y^ 

3 - ^V^vV^v'S, 2-^/^-2-:/Mrv^ 3-^/^-2-^ 
h^v^, 2-^/V-2-^>dr^, 1 -^^/l^drv^ 2-^^/^^^ 
, 3-^i>-/V^-dr^S. 2-^/V-l-^^/V^-^>S. 3-^/V-3-^^ 
^vM"^^ 2-^/V-l-^>^>S, *fc{3\ 2,3-vW/V-l -^>^>S 
-efe*9#, C -C T/V=3^r^-efc<9, £<90jt^te, C -C T/V^^ 

2 6 3 6 

-efe«9, £ib^?}g^te\ C -C T/l^3r^(#^ 2-:/ntf?3rv^ 

3 5 

2- zfri^^y^t^2-^;V-2-^Y^mX-h 1 0. ftt>0jg^J3\ 2-^ 
[0049] ^^^(^O^-g^ScO^^^^tt^r/Nn^VC -C T/V=i^>Sj 17!>M5 

1 4 

1 4 

0«;tti, y/v^rn^b^^ y~7;vJrv*Y^m, y?vn*b*^m. i?7tt*h* 
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^HrV3^ 2-3— K^Hr^S, 2,2- v^/i^J-n^H^^ 

2,2,2- hU^/V^-nmh^iy^, 2,2,2- hy^cm^H^^ ^.^^/v^-u^h^ 
3,3,3-hy^/^t2-l-7°ci^^, l,l,l-hy^/P-^-n-2-7°ri7Kdr^S 
. l,l,l-by^an-2-:/i3^ 0 3r>^ 4,4,4 -hy^/V^-n-l-^>^>S. 4,4,4 
-hy^/V^-n-2-^>^>^ 2-hy^/V^-n^/V-l-^°n^^, 2-hy^ 
;VJrv^/V-2--7m$3ri/m~Z:& ] 9m. tRMtt, 2,2,2 -hy^nn^h^^ i 
,1,1- hy ^/V^-n - 2 - 7°ti^df-iy^f c ^2 - hy ^/l^n^A- - 2 - 

[0050] — Wt^(Se)<D%-WM&<DmmKtertZ>\c C T/V^/VSj l7!/M4j|l<D^it 

1 4 

-^nf/l^ 1-^/V^ 2-^/vS, 2-^/V-l-^°nt° 

/VS. *f'J3, 2-^^-2-7°titV^-e*>«9#, 0jl^fi, c -c T/i^/i^-e 

1 3 

2 4 

*^^i-§M*fc«^^T/v^/vS(ijliW±^^*-^*-K^^ 
2-^-/v^-efe«9# % t^/v^fc«2-^n^^/^-e^ 0 

[0051] — $&^(\e)(D&WM&(Dfem\Z.%>rt&C -C T/V^/^J f3\ 27^4j|II<D^ 

2 4 

*M^^i-^ii:^^«5>«T/Vdr^/vS(lliaW±^^*-^*Hfi^^ 

3 4 

[0052] — (ie) t?^$tus>fb^tt, pcT/]P2oo5/oo9U2mmm^mm^ntc±m(D 

@l£:JoV >T«, ffc^ (9c) (Dftfr 9 (^HO - Ye 1 - Ye 2 - Re&^ir&^m (9e) 
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Wbio] 

Aeji 

Ae- 1 Iff 

Re a O— Ye 1 -Xe a *► Re a O— Ye 1 — B(ORe b ) 2 

(1e) (Re b O) 2 B— B(ORe b ) 2 (3e) 
(2e) 

Ae-2I?M Ae-3I*1 
»- Re a O— Ye 1 -Ye 2 -Re 7 *~ HO— Ye 1 -Ye 2 -Re 7 

Xe a — Ye 2 — Re 7 (5e) (9e) 

(4e) 

±MAem<D\k-&m<Dmi&&\Z.te\^X^ Re\ Ye 1 , *3j:t* Ye 2 }*, ±t&<Dh<Db\ft 
Sc^Sr^U Re a J3, tKndrv-/VS»^^S^b, gftg^te, C -C 

1 6 

t - ^^Wv^^vViyy/V^ tert - 7^;Vi/7^~/V^)/V^Wttyy-jv-?ti\£/V 
TU/VS-efet). Re b fi£. ^JPsC^fcteC -C T/V3v^£r^U 2{®<DRe b ;^—£f 

1 6 

^^oT^i/^s*fc^hy^v^s(^^^-^s*fc«hy^i/^S{i, i7d 

[0053] (Aefe) 

Ae*fete, (9e) &g^«#8rCfc5 0 

(Ae-ll@) 

Ae- lXgfi, ^-efe§^^fc«^(D>fb^^^^^#^§{b^ (le) 
e>3£^ \zMtM>\\&m (2e) fcKJS^^T, (3e) SrStta&f 5XS-C*>5 0 

hy-o-hy/v*^^^, hy^[2-(v ? 7ai^/V^^/)^^-/V 
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irZ>^b&X%Z> 0 

(Ae-2I@) 

Ae-2x@«, Ae-iTMxmbtiz>i\&m (3e) ^^v^mm^xn^m 

,1,3- \fy^(py^ sv^7^y)7°u/<^x&& 0 

(Ae-3X@) 
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, (9e) Sr»l5ti-5X@t?fc5 0 

Ae-3X@« N Re a S<Da^f^CT^fe(f?!jx.«\ T. H. Greene, P. G. Wuts, Pr 
otective Groups in Organic Synthesis. Third Edition, 1999^, John Wiley & Sons, In 

[0054] &E>fc % LXRU#VK£L-C. #Jfi2004-311821#^jMe^ < S.t^#JS2005-187686-^K 

(D-^(if) 
Mbii] 




(if) 



[^cp^ Rf 1 ^ ^-CORf 3 [^cp^ Rf 9 }*^ C -C T/P^/P^, C -C T/P^driX 



10 



10 



10 



10 



co/Nd^vs-eg^tLfcc -c r/p=t^>s^i-). /p-(c -c r/p=t 



10 



^)S, C -C T/Pdr/PT^/S, *fcJ3\ v>(C -C T/P=3r/P)T^/S(^f£T/P 

1 10 1 10 

14 14 

1 4 1 

-C 7;^^S, T^/S, C -C T/VW^/S, v>(C -C T;v^;v)T^/m{ 

4 14 14 

Rfte, TK^X^ C -C T/P^/PS, ^ny/C -C 7/P3r/H(^K^n^C 

1 6 1 6 1 

-C T/V3r;vm^ 17b^7m(D^u^/mVU^flt^C -C T;V^S^t) 

6 16 

. (C -C 7;V3^r^)-(C -C T/V3c/V)m, (C -C T/V^/lo^)-(C -C T/V 

14 14 14 14 



WO 2006/004030 



PCT/JP2005/012185 



35 



3r/V)2£. (C -C T/V^;V^;vy^^;V)-{C —C T/V^/V)^ (C -C T/V^r/K* 

14 14 14 

/W^/V)-(C -C T/V^f/V)^ (C -C T/V^/KT5/)-(C -C TA^M^ [ 

14 14 14 

v^c -c T/v=¥/v)T5:y]-(c -c T;v*;v)mi^WiT;v^/vmnn—itfzJ&m 

14 14 

% C -C ^o7/l^;H, C -C T/V^/V^, C -C 7/l^-/H, fcKn 

3 6 2 6 2 6 

drv//kS, C -C TVl^^S^ ^o^VC -C r/^^K^S^n-Jr'/C -C 

16 16 16 

1 6 

C -C T/V^/^^-S, C -C T/V^/WVl^^/l^ C -C T/V3c/V7./Vfc~ 

16 16 16 

/vm. T^jm, C -C T/V3WT^/S, vXC -C T^)7^S(SR7/Wr 

16 16 

0^^^557Ir^7M«a^^n^y/WS^^b-CtJ;V>), (C -C T/V 

1 6 

Rf^j^Rf 5 ^ m—kfcizmtf:*), *HtHC^ c -c T/V3r/1^ /m^^Vc -c 

14 1 

7^^S(^t^P^yc -C 7/V^r/Hl^ l7!;M5jia(D/Nn^V^-eg^tv 

4 1 4 

fcC -C T/V^r/VS^i - ) x C -C ^P7/^I, tK^^/VS. C — C T 

1 4 3 6 "~ 1 4 

/np^/C -C T/V=3^>S(^^^n^VC -C T/l^drv^te:, 175 

14 14 
1 4 

1 3 

Rf 8 ^ ^-X^Ri" 0 

Rf 10 ^ ^-CORf 11 ^^ Rf^ftu fcKn^/VS, C -C 7;^^^!, (C 

1 6 

-c ^d7/v^;v)-(c -c T/v^r/vO^v^ c -c ^o7;^;^^S 

3 8 1 6 3 8 

% T^y^, C -C [(c -c ^n7M;v)-(c -C T/l^r/V)] 

1 6 3 8 1 6 

T^y*. C -C ^n7;^75yS, >>(C -C 7M/W)7^S(^S7/^/l' 

3 8 16 

^^^Ti-55^rM7Mf&?P^n^y/vSSr^L-CbJ:V>), vTCC -C is? 

3 8 

nT/V*r/V)-(C -C T/V3r/V)]T5/S, vXC -C Z/#uT7l^A>)T^S^ N-[( 

16 3 8 
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C -C ^n7/W-(C -C T/V3r/V)]-N-(C -C T/V^r/V)T57X, N-( 

3 8 16 16 

C -C ^n7;W-N-(C -C 7;v^)7^S, N-[(C -C ^n7;^ 

3 8 1 6 3 8 

A-)-(C -C T/V^/V)]-N-(C -C ^PT;^;i/)7^S^ tK^^/VT^/K 

16 3 8 

1 6 

5£-SO Rf^K^K Rpte. C -C 7;V^;VS, (C -C ^n7W)-(C -c 

2 1 6 3 8 1 

T/V^;V)m, C -C ^PT/Wf/H, C -C T/V^r/VT57S. [(C -C 

6 3 8 1 6 3 

^n7»)-(C -C 7;v^)]7^/S, C -C ^^n7;^7$yS, vXC 

8 1 6 3 8 1 

6 

m&]&&.L,Xh£^).Vl(C -C ^P7;W-(C -C T/P*r/V)-]T*;m, i?(C 

3 8 16 

-C ^^n7/^;V)7^S, N-[(C -C i/^nT/V=3r/V)-(C -C T/l^r/V)]- 

3 8 3 8 1 6 

N-(C -C T/V=3r/V)T5;yS^ N-(C -C ^n7/Wr>^)-N-(C -C 

1 6 3 8 1 6 

)T5/^ N-[(C -C ^n7;^)-(C -C T/V3VV)]-N-(C C 

3 8 1 6 3 8 

^-NCRf^CORf 44 ^^ Rf 43 }^ fr^M^F. C -C T/V^r/VS, (C -C ls?v 

16 3 8 

T/V=¥/V)-(C -C TtV^-jV)^ 35/fcH\ C -C ^^07^1^1, Rf 14 ^ 

16 3 8 

c -c ryv^S. (c -c e/^n7;^)-(c -c r^^m, &fz 

1 6 3 8 1 6 

W\ C -C ^nT/^/^Sr^r]Sr^rf"5S^ 

3 8 

^C-NCRf^SO Rf^K^ Rf 13 ^. _Lfa<^mli£^U Rf^te. C -C T/l^/V- 

2 1 6 

(C -C ^n7/W-(C -C T/V^f/V)S. ^fcte, C -C i/^nT/Wf/W 

3 8 1 6 3 8 

Xf 2 ^ C -C TA^l^S, g^C -C T/V=3rW^S(^^gm 

14 14 

Xfta, ^-NH-, — NRf 16 — (5£tf\ rA*. C -C T/P^m^ir)^ -O- 

1 4 

, -S-, -SO-, -SO -Sr^rrsSSr^L; 

2 
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mfrK%i&irz>), mmjb^iom^mftmvtmk*mmttiu yM. mm^f 

S&^PafWU C -C T/V^r/V^, ^n^VC -C T/V^r/V^ (^I^M^tVC 

14 14 1 

-C T7V3r/^te, 17!fM5f@(D/Nn^V^-eM^^C -c T/v^vvS^i - ) 

4 1 4 

% fcKn^V/l^ C -C TVV^v^ *5J;TX ^n^V^k&SP^L; 

1 4 

filfeSffiMfl*, C -C T/V^r/VS, tKn^MC -C TM/W)S, M^XC 

16 16 

-C T/V^r/V)^, (C -C T/V=3^»^7/^— /V-(C -C T/V^c/V)^ *^n*f S 

16 16 16 

c -c 7;i^;H(^S^ny/c -C T/v^/vXte, l7IrM7i@(7VM3yyS-eg 

16 16 

m^tlf'C -C T/V^r/V^TFir) , (C -C i/^nT/V=3r/V)-(C -C 77l^/V)S 

1 6 3 8 1 6 

, C -C 77V^/V3£, C -C T;v^;v^ C -C ^n7/l4/H, tRa^ 

2 7 2 7 3 8 

/VS. C -C 77K=tdr>S. 'M3$VC -C T/V=3^>S(^B^^n^VC -C T/V 

16 16 16 

1 6 1 

-C T/v^r/v^^-^, C -C T/v^;WV7^-;H, C -C T;v^;v^;v^=^;v 

6 16 16 

T^/m, C -C T/V^r/VT^y^, C -C v^nT/l^/KT^/S. v^C — C T 

1 6 3 8 1 6 
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LT^iV^, ^(C -C i/?nTsV3c;V)T*J^ N-(C -C ^Pr/W-N-( 

3 8 3 8 

C -C T/V=3r/V)T5/S. */V5/VT5:/S. (C -C T/V^/V)j3;Vtf^;V7*S^ ( 

16 16 

C -C i/?nT7V3c/V)jij;Vy$z=.;V7^;^ N-[(C -C T/V3W)#/Vtf^/k|-N 

3 8 16 

-(c -c 7/^;v)7^S, n-[(c -c ^p7;W*;v^^;H-n-(C - 

1 6 3 8 1 

c T/v=¥/v)T5:yS, c -c t/v3vk*/v*— ;vr^y^ n-(c -c tvv^vk* 

6 16 16 

/l^-Z^-N-CC -C T/^/^T^y^, N-(C -C T/^/KVV*3wP-)-N- 

16 16 

(C -C ->^nT/V=3r/V)T5:/S. 4v^/H£. (C -C T/V3r/V)#/V*}wH£. 

3 8 16 

^dr^/VS, (C -C Tz^^^/V^—/!^ */W^;>S, (C -C 

16 16 

T5/)#/V^/l^ (C -C v^nT/V=¥/VT5/)#/V^/l^ vXC -C T/V^r 

3 8 16 

S^^LT^iV^, N-(C -C ^P744;V)-N-(C -C T/V3W)T5/# 

3 8 16 

fli, C -C T/V3r/l^ tKndrMC -C (C -C 77V 

16 16 16 

=3df-^y)-(C -C T/V^/V)^ ^/^7°h(C -C T/V^r/V)^ (C -C T/V^/V^ 

16 16 16 

^")-(C -C T/V^r/V)S, (C -C T/V3r/V^/V~7^=-/V)-(C -C T/V^r/V)S. ( 

16 16 16 

C -C T;V^;V^;V^^;V)-{C — C T/V^r/V)S, T5/(C — C T/V^VV)^ (C 

16 16 16 1 

-C 7;V^;V75/)-(C -C T/V^r/V)S, (C -C i/^n7;^7?/)-(C -C 

6 1 6 3 8 1 6 

T/V=3r/V)S, ^(C -C T/V^-/V)T^7-(C -C T/V^/VmC^T/V^/VmU. 

16 16 
1 6 

&£V^h i?(C -C i/?v7/^MT$S-(C -C T/V3VV)S, [N-(C -C 

3 8 1 6 3 8 

T/V3r/V) -N-(C -C T/V=¥/V)T^/]-(C -C 7/^)1, fcKn3rS/7]^ C 

16 16 1 
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-c 7;^^S, c -c ^nT/vW^S, ^/v^77>S. c -c Tjv^jv 

6 3 8 1 6 

^^S. C -C i/^nT/Wr/vftS, C -C 7;^;WV7>f-;H, C -C v-^ 

3 8 1 6 3 8 

nT/var/V^/V^^^/VS, C -C T/V^r/V^/V^^/VS, C -C ^nT/Wf/W 

16 3 8 

T^/m, c -c T/v^f/vr^y^. c -c ^P7;^;v7$/S, vX 

16 3 8 

C -C 7;^;v)T^7S(^^T;^Sii, 1^— 2o©^R7;^ 

1 6 

/WSSr^fifeLTbiV^, v>(C -C ^nT^)7^S, N-(C -C ^o7;v 

3 8 3 8 

3r/V)-N-(C -C T/V3r/V)T^/^ 33<£TX ^t^V^k&SP^I-o ] 

1 6 

[0055] ^mm<D±m(D (d lassoa ^^ns^^^aav^^ar^b^w:, 

(2)Rf 1 ^, ^-CORf 9 ^*^ Rf 9 *^ C -C T/V^r/V^ C -C T/l^^^ 

16 18 

/Nn^VC -C 7;W3dfi/S(^S^n^yc -C T/K^i^fciu 17^7{|S£Vn 

16 16 

vy/m~em&£frfc.c -c r/^^s^i-) . c -c t/v^/vt^/s. 

16 16 

1 6 

Rf 2 ;^ 7k*jg^\ hy^/v^-n^/vS. 2,2,2- yyy/v^-u^/vm. ^^y;v 

Rf 3 ^ 7k*J@H'-, C -C T/P^r/H, ^nyyc -C T/V^/HSC^K^n^C 

14 14 1 

-c T/v^svm^ i7bm.5m<D^u^ymxm^ntcc -c t/v^/vs^-t) 

4 1 4 

, C -C ^nm/H, C -C T/V^/V3£, C -C 7/V^/V^ fcKn^ 

3 5 2 4 2 4 

/VS. C -C T/K=tdr>^ /Nti/rVC -C T/V==¥ix3S(^^NE2yVC -C T/V 

14 14 14 

1 4 1 

-c T/v^r/v^^-^, c -c 7/V^;WV7^-;H, C -C T/V^r/V^/V^^/V 

4 14 14 

C -C 7/V3c;V7*jm, ^(C -C T;V^;V)T^/m{mW,7/V^;V 

14 14 
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Rf&.fctmf^ ^f/H, Y^Mn^ 

Rf 8 /^ ^-Xi^Rf 10 * 

Rf 10 *^ ^-CORf^K^, Rf" 3 ^ fcKn^/l^ C -C T/V=^>-^ ( 

1 4 

C -C ^P7;W-(C -C T)V3r;V)Hr3c*/^ C -C ^nT/^r/WV 

3 6 1 4 3 6 

S, C -C T/V^/VT^/m, [(C -C ^P7;W-(C -C T/V^/V) 

1 4 3 6 1 4 

]T57^, C -C ^nT^7?/I, v^C -C T/V=¥7V)T5yS(^^T7V=¥ 

3 6 14 

1 4 

5£-SO Rf^E*^ Rf 12 *^ C -C T/V^r/V^, (C -C v^nT/V3r/V)-(C - 

2 1 4 3 6 1 

C TVl^/V)^ C -C iy^nT7V=¥/VS, T^JM, C -C TVl^r/KT^/^ [(C - 

4 3 6 1 4 3 

C ^n7M;V)-(C -C T/Vdf/^)]T^y^, C -C ^nT;V^;VT^/m, * 

6 14 3 6 

1 4 

^-NCR^CORf 148 :^:^, Rf 13 *^ C -C T;V*c;vm, (C -C 

14 3 5 

n7/^/V)-(C -C T/V^r/V)^ i£kX£^ C -C ^nT/^S^L, Rf" 4a « 

12 3 5 

, ?KMH\ C -C T/V^r/VS, (C -C ^nT/W-(C -C T/V3c/V)S, * 

1 4 3 5 1 2 

fctt. c -c i/?vT/u*r/vm&^ir]&mirZ>m, 

3 5 

^-N(Rf 13a )SO Rf^KtK Rf^tt, ±IEtl^«a^b, Rf^f*. C -C T/l^r 
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(C -C ^P7/^)-(C -C T/V^f/V)S. WtX£^ C -C V^n7/^ 

3 5 12 3 5 

Xf 2 *}^ C -C T/l^rl^^ »C -C T/V3cU^(m%m 

12 12 

^n^y/vsji. t°ay/vs, 7?y/vs, ^^/vs, -f^vy/vs. ^u-yy/v 

M^#^^n^y/v^(^f^^n^y7VS», fc°ny/i^ ^y/^S, 

-r^vy/v^ ^-^i^-yy/vK, ^-ryy/i^ t°y vvvs, tWv^/v 

^y/vK, ^^vy/«, ^-^yy/v^, ^ryy/v^ t°y ^/vs 

nz/?y;vm\i, t°tiy/vs, yy/vs, ^-^-/v^, -r^vy/vs. ^u-yy/v^ 
^-ryy/vs, fc°yvyvs, t°y^v^/vs^u i^— i&txz 
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v^Rn-^yVyA-S. vWn-^y^^AS. ^h^tRndr/y/i^ y 
g^S^jSflfi, C -C TA^rAS, tRndrMC -C TA^A^S, ^Atf^M 

16 14 

C -C TA^A-)^ (C -C TA^^>)#A-^A-(C ~C TA^A-)^ s^vff 

14 14 14 

yc -c TA^A-SO^IJ^Nn^Vc -c 7;v^;HSj:, l7!^5i@<7VM3yy^~e 

14 14 

MM^tifcC —c T/v^-/vm^ir) AC —c ^a7;^;v)-(C -C TA-^A-) 

1 4 3 6 1 4 

^ C -C T/V^vS, C -C TA^A^, C -C ^nT^S, tRtndf 

2 5 2 5 3 6 

S^/H^ C -C T/^^rv/i, /WfJC -C TA=3^>S(^Bl^£^VC -C T 

14 14 14 

1 4 

-c ta^a^^S, c -c 7;v^/wv7^^I, c -c 7/^;wv^-;v 

14 14 14 

^ T^/m, C-C 7/P^7^S, C -C S^nT/V^/KT^ySk 9 JiC — C T 

1 4 3 6 1 4 

A^/V)T^/S(^TA^rA«3\ TfefcfctMfcO* 2o©^R744^^ 
LTbiV^K */V5yVT57^, (C -C T/V^/V)J]/Vt$~;VT^;^ (C-C V^n 

14 3 6 

T/V3c/V)J};Vt$~/VT^;^ N-[(C -C T/V=3r/V)^/V^/V]-N-(C — C T 

14 14 

A-=¥A-)T^y^ N-[(C -C ^o7;W«^]-N-(C -C 7/V^/V) 

3 6 14 

T^/S. C -C 7;^;^;v*=/V75yS^ N— (C — C 7^^/«/v*^)-N 

14 14 

-(C — C TA^AOT^/S, *M/VS, (C-C TA'^A'^A'jfcA^ ^A^^r 

14 14 

S/yv^ (C -C TA-^S^A-stf— A-^ *;w^/f;H, (C -C TA^/VT^S) 

14 14 
1 4 
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55^M7MI&^^n^i;/WSSr^^b-Ct>J:V^. VT/S. 

h^^/v-^ ^bdrv-xf/H, ^;vf-^r^;vm, ^^3r^;vm, T*y 

/y^/V^ i/^/VT^/^/vm, (N-^;V-N-xf;vr^/)^/H, iKs 
^n^n^/VT^y^/vm, tKndr^/VS, ^h^^S. ^b^rv-S, */?xizfxt\£ Asfr 

[0056] (3)Rf J ^ % ^-CORf 9 ^^ Rf^kfc, C -C T/K^vg^fcfS^uy/C -C 

16 14 

1 4 

1 4 

Rf 3 ^ tK^JDK^ c -c t;^;H, /np^/c -c r/Wr^K^K/M^y/c 

14 14 1 

-C T/V^/VSte. l7!;M5j|SO/Nn^VS-eg^^cC -C T/^M^t) 

4 1 4 

„ C -C v'^PT/^/H, C -C T/V^/VS, C -C 7;^^S, 

3 5 2 4 1 4 

R^it^Rf 5 ^^ m—i&xzws*), ^mm*. ^/vm, ^/vm, 

K4\ Rf^iS, ^-CORf 11 ^^, Rf^te, fcKn^vyl^ C -C T/V>=***sm, ( 

1 4 

c -c ^p7W)-(c -c 7;W)t^rVS, c -c ^n7;^;W^ 

3 5 1 2 3 5 
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S, T^ym, ^;vt^j^ ^/ur^m, v^vkt^/^ it^/PT*;^ * 

5£-SO Rf^KtK Rf 12 '}*, C -C T/l^/l^ (C -C ^n7;^)-(C - 

2 1 4 3 5 1 

C T;v*;vm. tLlttt^ C -C iy^uT/u^-jum^i-l^i-^m, *fcfcJ\ y^h9 

2 3 5 

f3\ g^Si¥af2£9M^$^lf@<DST^ l^^^/vS^i^rsxf^J; 
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mz1fe&irZY?&£TJ^<Dm&&Mte. 2$d£.Tf5$LX«$>Z>) 7?fc«9 ; 

etfc^S¥/3f2i3\ C -C T/V3r/V3£, tKn^v-y^vl^ 1 -tKn^vo^/k^ 
1 4 

„ hy^/V^-n^^/VS. 2,2,2- hy^ /V^m^/VM, C 

2 

-C C -C TVV^/vS, C -C ^o7;^/vS, tKn^/vS 

4 2 4 3 4 

r^yx, ^/lyr^y^ vWA-r^yS, v?xf/k7^ys, ajvi^/i^ y^/v# 
y^vv5£, y^/vr^yy^vi^ ^f^^f^S, (N-y^/v-N-^^/vr 

^y)y^M^, yh^rv^ y^/vr^y^, vW/vr^y^ ^/v^-n^, it>\ yn 

PS?5^*5it?fe5 (1) fcfEg^fcffc'S^ 
[0057] (4)Rf^ ^-CORf 90 (^^, Ri^te, C -C T/V^^^-f) *"*i~SS-C 

3 5 

Rf 2 ;^ tKo^^/v^-efc?) ; 
^ny^/V^ 2,2,2-hy^/V^-n^^/k^, ^n^ntf/^ x Tfefct^ tr^/l^C 
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2 

Xf 4 ^ ^-o-SrWr5S-C*>t); 

Yf 2 ^ ^ J i^/VS(^f^^^^/VS^M^i-^Yf a *5j;tJ?Rf 8 (Dg^5Lg«, 1*3 J; 

s-c*>u, ^^^^/vs^^i-^Y^feiimf'ogmM^. i*5±rf4tfc-cfc 

[0058] (5)Rf^ j^-CORA^, RAi, 2-^/^-2-^^^^^)^ 
Rf 2 ^ tKo^^/V^-efc?) ; 

Rf 8 ^ ^-X^R^ 

RiAs, ^-cORfA^^K Rf 11 ^, fcKn^-^/HiSr^^Sr^rrsSSr^ 

U 
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-weft, u 3*3«tt^2^-efc5)-efc5(i)^lEife$tb^^, 

[0059] (6) (4' - { [2- (tert - ^^v^/l^^/V) -3 — tKndf->— 4— (hy^/^n^ 
^/k) ^^/kl^-dri/} -1,1' g£g^ 

1- (4'- {[2- (tert-^h^^/MwV) -3-fcKn3fS'-4- (MJ^/V^^ 
/v) 'O-vVv] Hr*-*s} - 1 , 1 ' - tf^^^/v - 4 --f /v) i/^n^n^^/M£Vgt, 

2- (4'- { [2- (tert-^h^r^/V^/V) — 3— tKn^fV— 4— (hy^/V^n^ 
;v)s<i/i?/v~\jr^-i/}-i, i'-tVx^-4-^) 

(4'- { [2- (tert-^h^rv-^/V^/V) -3-tKndf->-4- (hy^/k^n^/V) 

^^/V] 2h^> } - 2 - - 1 , 1 ' - If 7x=/V - 3 - m^., 

(4'-{ [2- (tert-7>^>^7/V^/V) -3-tKndp->— 4- (M^/l^n^/V) 

-^VVV] tf-dp- v- } - 2 - - 1 , 1 ' - \?~7^/V - 4 - W/V) 

(4'- { [2- (tert-^^v^/MJ^/V) -3-fcKn^->-4- (hy^/^n^^yv) 

^^/k]^-drv/}-2-^nci-l, 1' -\fy^/V-4~4MWf^ 

(4'-{ [2- (tert-7>^>-^7/V^/V) -3-fcKn3rV— 4- {Y])Z7;V^rxi^;V) 

^O-^/V] ^"dr } - 3 - ^/V^-n - 1 , 1 ' - \£7=c^7V - 4 - - Y/V) g^gt , 

(4'- { [2- (tert-^^v^/V^/V) -3-fcKn3rv--4- (hy^/V^n^/V) 

^y^]^}-3-^DP-l, l'-f^x— /V-4--f/V)g^^ 
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1- (4'- {[2- (tert-^>^>#/M^vV) -3— fcKt23f~>'-4- (MJ^/V^n^ 
;V) *<lsl?A/\ ^r^ri/} - 3 - - 1 , 1 ' - \f7^.~/V - 4 - ^f/V) v^n:/n/^ 

(4'- { [2- (tert-^h^^/V^/V) -3-tKn d r^-4- (hy^/V^n^/k) 
^<>iy;V\^r^} -3-^H^-l, l'-fV^/v-4--f/v)g^^ 
(4'- { [2- (tert-^^v^/MJ^/V) -3-fcKndp">— 4- (W^/V^rv^/v) 
-^vvV] ^ v- } - 2 - MJ^/V^-n^^-7V - 1 , 1 ' - \f7^;V - 4 - g^, 
tert-^/V 6-[({2'-^/V-4'-[(^hdf^/V^^)^7k]-l, l'-tf 
^^vk - 4 - 4/V } ^iy) ^/k] - 2 - fcRodr >y - 3 - ( bV 7 /VJrnJ.^- )V) 

(4'-{ [2- (tert-^>^>^7/V^/V) -3-tb*v*riy-4- (hy^/V^n^^/V) 

^<>-vVV] ^ v- } - 2 - - 1 , 1 ' - }f7^;V - 4 - -fVV) gjsfk 

(4'- { [2- (tert-^h^rv^/MK— /V) -3-fcKndei/-4- (hy^/l^n^/H 

^^/v]^-de>y}-2-^hn-l, l'-\fy^;v-A-^;v)^m., 

(2-T5/-4'-{[2- (tert-^h^vO^/MJwV) -3 — fcKu3r->-4- {bV~7/V 

^ru^/v) ^^vvKl^v'} - 1, l'-tf ^^/v-4--f/v) g^ 

(4'- { [2- (tert-7>^r^7V^/V) -3-tKn^^-4- (hy^/V^n^/V) 

■^^VVV] ^ v- } - 2 - tfVl^/V - 1 , 1 ' - tVx-/V - 4 - -jVV) g^, 

(4'- { [2- (tert-:/h^#/V7}wV) -3-tKn d rv^-4- (hy^/k^n^/V) 

^<>iy;V\^r^} -2- (tKn^^/V) - 1, 1 ' - t'7x-^ - 4 - -i7v) g^ *5 

(4'- { [2- (tert-!7>3r^#/M}^vV) -3 — — (hy^/l^-n^/V) 
■^vVV] ^ is }-2-i/T/-l, 1 ' - tf - 4 - mm 

frhtez>m£<9m#i£th% (1) ^iB^^tv/c^^-efe^o 

[0060] — jt^af^Rf^Cfett^rc -C T/V^/VSJ^, l7!;Sl0j@(D^^ig^-^i- 

1 10 

, 2-^ntVv^, 2-^;v-i-zfti\i 0 ;vm, 2-* 

^/v-2-y°v\?sv^ i-^o^/vm, 2-^<>^-/vm, 2-^ 
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;v-2-7'f;H, 3-^f-/v-2-^;vS^ l,l-^f/v-l-^nt>S, 1 

2- -^rv7V5£, 3-^^-^;V^ 2-^f^-l-^yf;H, 3- 
^f;v-3-^yf;H, 2,3-vy^vv-l-:/^vv- 

3- ^^WS, 3-^^-/V-3-^^^/VS. 4 — 

5-y^;H, 4-^^/v-4-^^°^/vS, 4--r : V/vS, 5-fV/H 
, 4- -4-^°^-/V^-efe<9#, 0igi31«, C -C T/V^r/V 

1 6 

*-e&«9, £<90iS^te, C -C T/V3r/^-efc<9, £fbi^Mi^ C -C TfV* 

2 6 3 5 

[0061] — ^^(lf)<DR^^*5{t§rc -C T/V=tdr>Sjte, ±IBC -c T/i^r/vS-eg 

1 10 1 10 

--?xn£^y^ l-^Hr^S, 2-^>^>S, 2-^/V-l-7°n^^^ 2- 
^Vk-2-:/n/}^rv^ l-^^^;<h¥v^ 2-^^/^:*h¥v^ 3-^/ 

-2-y*h^>M, i-^-y/v^r^m. 2-^^y/v^iym, 3-^^v/v^ 

2-^/V-l— 3-^/V-3— <>^-/^^ym, 2- 
^^VV-l-^H^S, 2,3-v ? ^/V-l-^>^>^ l-^^^/V^-^S, 3 
-^7^vl^h¥v^ 4-^^/V^^, 3-^7^-3-^^/^^^, 3 
-m^/v-3--^^/V^-^r^^, 3-^-^/V^iy^, 4-^-^^/V^i/^, 3 
-rc^-/V-3-^^i//V^-^v-S, 4-/^/V^-^rv-S, 5 - /^/l^h^r v^S, 4-^ 
^-/V-4-^^/V^^S^ 4-^V/V^-driyS, 5— xV/V^v^ 4 
- (l-^°nt°/V) -4-^°^-/V^^-e$)«9# x C -C T/V^^S 

1 8 

-e$?«9, .fcWjtfcfS, C -C T/^3rv^-efe(9, £ib»}gtm, C -C T/V^ 

16 2 6 

i/*-e^i9, Zbizxv&min^ c -c T/i^^v^-cfc^ c -c 

3 6 3 5 

[0062] — (if) <7>Rf\ Rf\ « m\^^ rc -C T/V^/V^J 

1 4 
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f/H, i-/nt>S, 2-y^;vm, 2 

13 

— (If) <£>Rf\ Rf\ Rf\ *5J;t^\ ©^Sl¥afi-*3^rc -C T/V=^>Sj {2 

1 4 

1 4 

^ ^h^^ l-^mj^f^, 2-7°ci^^, l-:7HrV^ 

, *f'«, 2-^7^-2-^^^X-e*>f9#, C -c r/v^v^-e 

1 3 

[0063] — |^^:(If)(Z)Rf 9 ^*5tt^r/Nn^VC -C T/V=3dr^j^^ 17?;^7{gtf>Tfe^P 

1 10 

1 10 

y/U^rn^h^-y&, -J^uu^h^-y&, v^n^h^rv^, hy:7/k;<J-n^h3f^3£ N h 
ypnn^Y^y^ 2-7/V^-n^hdri/S, 2-^n^e^h^-iy^, 2-^nnoihde>/ 
2-3—^^^, 2,2-^/V^-n^hdf-i/^, 2,2,2- MJ^/V^-n^hdrv/ 
S, 2,2,2- MJ^nnmh^S, ^7/>tPx^>S, 3,3,3 - MJ^/V^n - 1 
-^n/tfdf^S, 1,1,1- by 7/V^-n-2-^n^dr^^ 1,1,1 -hy^nn-2-^° 
ti^df-iy^ 4,4,4- hy^/V^P-l-:/^^^ 4,4,4- hy^/V^-n-2-^h^ 
v'S, 2-hy^/V^-n^/V-l-7°t2^^ N 2 -hy^/V^-n^/V-2-7°t2^ 
5,5,5 -hy^/V^-n-l-^^/V^v/S. 5,5,5-hy^/V^-n-2-^< 
l,l,l-hy^/M-n-3— 4,4,4- hy^/V^-n 
-2-^/V-2-^>^r^, 4,4,4-hy^/V^-n-3-^/V-2-^hdr^^ 4, 
4,4-hV7^v - 2-^/V-2--?y^^ 6,6,6 - V)7 )V^rxi - 1 - ^drv^/V 
J^rv^ 6,6,6-hy^/^t2-2-^i//V^-^r^, 6,6,6-hy^/^n-3- 

5,5,5-hy^/V^-n-2-^/V-l-^^/V^v'S, 1,1,1 
- hy^/V^-n - 3 -^/V- 3 - 6,6,6 - hy -7;V^ru - 2 - 
/V-l-^h^S, 6,6,6-by^/V^-n-2,3-v ? ^7V-l-^>^fv'S, 7,7,7- 
W7?VJrvi - 1 - — ^/V^S/^ 7,7,7- hy - 3 - — 7^7^^^, 
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1,1,1 — hy^/V^-n -4-^:7°=M^h^>S, 6,6,6 - hy^/V^-n - 3 —ff-fV— 3 
— ^rl/fVUr^y^ l,l,l-hy^/^n-3-^^-/v-3-^^7V^-^^, 8, 
8 , 8 - hi) yjv^rn - 3 - t^^/W^S^ 8 , 8 , 8 - h y ^/l^a - 4 - ^^/i^t-^ 
6,6,6-hy7/V^-n-3-^/v-3-^^>-/V^-^^ 9,9,9-hy^/V^" 
9,9,9-hy^/V^-ti-5-/^/V^-^>S. 1,1,1-hy^/V 
^- n - 4 - rn^/W - 4 - ^f/^'>I, 9 , 9 , 9 - h y - 4 - ^ vvl^dr 

^ 9,9,9-hy^/V^-n-5--xV/V^-^S, l,l,l-hy^/V^-n-4- ( 

l-^nfcW) -4-^:/^/^3rv^-efe<9#, 0jgt-te, /M3^VC -C T71^3f 

1 6 

16 1 
6 1 4 

/np^VC -C T/V=*^>S^ 17^^5{®(D/Nn^VS"eM#:$^bfcC -C T/V=i 

14 14 

^r^^i-)-efe<9, £fb^£Kfcte, /no^VC -C T/K^v^O^^Nn/rVC 

3 4 

-C 7;^^^l[i, 17!?S5{@(D/NU^fVS^e®^^bfcC -C T/K^v-S^ 

3 4 3 4 

^i-)-e&<9, ftt^jitcri, i,i,i-hy^/v^-n-2-7°r2^^^^2-hy^ 

[0064] — ^^(iOcOR^^Sott^r^^/V-CC -C T/V^vOSj f3\ 1 jmco^^/vS 

1 10 

1 10 

7^^;v-i-7*V*ci/^ 3-y^^;v-2-^/v 

-^^Vl^b^>S, 5-^ai^/V-2-^^/V^-^>S, l-7^^/V-3-^^ 
^Vl^drV^ 4-^^7V-2-^7V-2-^h^r^S, 4 - y^.^/V - 3 - p^/V 
-2-^>dr->S, 4-y^/V-2-^/V-2-y'h^y&, 
^i/sv^r^i/^ 6-y^^/u-2-^^ciy/v^r^-iy^ Q-y^^.;v-3-^^y;v 
^r^ci/M, 5-^m^/v-2-^/v-i-^<^/v^-^>S. l-y^—;v—3-* 

^-/V-3-^^/V^-^ri/^ 4 - y^-^/V - 2 - m^vV - 1 - 7Hr 4-^ 
^/V-2,3-> ? ^7V-l-^>^^, 7-731-/1^-1-^ ^/l^-df-^^ 7- 
7^/V-3-^7 0 ^/V^-^rv/^, l-7i^-4-^f;WVS, 6-7^ 
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;V - 3 - ^/V - 3 - 1 - /V - 3 - ^^VV - 3 - 'O^vV 

/V^-df-ixS. 9 — ~7^=-/V — 4 - -xv^/V^-df l — — 5 — is/V^rZci/^k 

, i-^^/v-4- (l-7°ntVv) -A-^f^;v3r^y^~mn, WM 

16 14 

1 3 

[0065] — it^atfORf^Cfeit^rc -C T/l^/VT^y^J }3\ HB©_LfBC -C T/V^r 

1 10 1 10 

/VT^/L 2-70^7^1, l-^/KT^/L 

-l-7°PtVV7^ 2-^-2-^/1/7^1, 2 

/V-2-^/VT5/S. 2-^/V-2-^^-/VT5/L l-^i//VT57L 2- 
^i//V75/S, 3-^>/k7?yI N 2— pt^/V-l— ^O^/VT^y^ 3-^ 
/V-3-^yf/V7$7l, 2-^^/V-l-^^/VT57L 2,3-^^7^-1-^ 
f/V7^/S, 1 — ^7°f/P7^7l, 3-^^VVT^/L 4-^7°f/V7^S, 3 
-^/V-3-^vVVT^/3£, 3-^^/V- 3-^^VKT^/L 3— tf-^VKT 

3-^/k-3-^^/VT5/S. 4-/=;V7^7S, 
5-7^/VT57S, 4-^/V-4-^^/VT5/S, 4-t s V/VT^/S, 
/VT^y^, *fc{i, 4- (l-7nt°/V) -4— ^^7VT$7S^f9#, 0jgf-te\ 
C -C T^3r/kT^/l-efc<9, £<9£Ktt-te, C -C T/V^T^y*-e*)«9 , £fet£ 

16 2 6 

05SEfcJ3, C -C TV^/VT^/l-Cfc^ £tb^i«90^m, C -C T;V*;VT* 

3 6 3 5 

o 

[0066] — *gs*; (if) (DRfV&its rs?(c -C T/^/V)T^y*j ra\ ]£f' «M^2j@ 

1 10 
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1 10 

, N-^f;w-N-(2-^;v-2-7 p ntV075/Sf],N-^f;v-N-(2-^ 
^;v-2-y^;v)T^/^ N-^/v-N-(3-^/v-3-^^/v)T5/^ N 
- N - (3 - ^f-;v - 3 - ^yf-AdT^y N - - N - (3 - m^/V - 

3-^^/V)TVS, N-^/V-N-(4-^/V-4-^^/V)T$7^, N-^ 
^/k-N-[4- (l-^ntW) -4-^<f*7-MT^;^ v^^A-T^/S, 

-N-(2-y^/V-2-7°nt°/V)T5/S. N-^^/V-N-(2-^/V-2-^^- 
/V)T5:/S, N-^^-/V-N-(3-^/V-3-^^/V)T5/S, N-^^/V-N 

v J (2-^/V-l-7°nt7V)T5/S. v > (2-^/V-2-7°ntVV)T^/ 
N-(l-^/V)-N-(2-^/V-2-7°ntVV)T5yS, ^^WT57S[ 

v'd-^^/^T^ys, ^(2— o^vvor^y^ vo-sOT-MT^y 

^(2-^-1-7^)7^^ ^(2-^/^-1 -:7W/V)7^/^ 
N - (1 - -<>^-;V) - N - (2 - yt^-zV - 2 - 7°ci t°;W)7^7 v^^vvVT^/X [$| 
fcfcf, ^(l-^r>/V)T5/S, v ? (2-^drv'/V)T^/S, v?(3-^r^/V)T5/S 
#L ^(2-^/^-1 — <y^-;v)T^m, ^(3-^/V-l-^>^vl<)T57^ 
i^(4-^/v-i-^^vv)T5:y^ v ? (2-y^/V-2-^>'^-/V)T^yS, v?(3- 
^;V-2-^yf;W)757l, v ? (4-y^/k-2--<^/V)T^y*, ^(2,2-vV 

/V-l-^/V)T5/S, ^(2-rc^/v-l-^^-/v)T3:/S, N-(l— ^r-^/V)- 
N-(2-^/V-2-7°nt 0 /V)T5/S, ^^/VT^ySE^X.^, ^(1-^7°^ 

;v)75/S, i^-^^WT^y^L ^(3-^/1—3 — °y?-s»T*;m, i? 
^r^^T^/mim^, y(i-t^)7^ys, V(2-*?^sV)T$;m. v?(4 
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^SMMfLtt. ^S-tH^TS/S^L WzJiZ, v ? [4-(l-^afcVV)-4-^° 

1 6 

v^CC -C T/l^/V-)T^/S*fc{*N-(C -C T/V^/V)-N-(C -C T/V^r/V)T 

2 6 1 4 2 6 

^/S-t?S><9, ££>fc£pjtfckJ\ vXC -C T/l^/V)T^/S*fcteN-(C -C 771^ 

3 6 14 

/vO-n-(c -c T/v=¥/v)T5;y^-efe«9, $feje:j:»)0jitctt % >>(c -c tvv^vv) 

3 6 3 5 

T^Sffc!iN-(C -C T/V=3r/V)-N-(C -C T/^/V)T^7^-e$)«9, 

14 3 5 

MKU, N-^/V-N-(2-^/V-2-7 P nfc°/V)T5:y^ N-^^/V-N-(2 
-p^/V - 2 - tVV)T5/S. N - ( 1 - y°n tW) - N - (2 - ^ ^/V - 2 - fcT 
/V)T^/S, N - (1 - y^;V) - N - (2 -^VV - 2 - t°/V)T5/S*fc» v>(2 - 
^/v-2-7 p ntVv)T57*-efe6o r^(c -C 7;^;v)7$ySjij:, 2o 

1 10 

, t°ny v^/vs, t^yvVvs, t°^v^/vs, ^/v^y^/vs, ^-^/i^y^/v 

nv^y/i^-e&t^ i«903i^«, t°ny^/k^ N t^y^*, ^e/i^y-/^ ^ 
fct*. ^-^/^y^/vs-efc^. maz^ t°-<yv?/vs^cfi^/v*y^/v 

[0067] — (If) <DRf\ Rf\ Rf\ *d J; U*\ a f^*5tt§ T/Nn^VC -C TVV^r 

1 4 

1 4 

fllfcfcf, ^/V^-n^^/V^, v^/l^n^/i^ ^pn^f/H, v?7'n^f;H 
. hy^/V^-n^^/VS. hy^nn^^/V^, 2 - ^/l^um.^-/]^ 2-y*n^^^-/V 
1, 2-^nnrc^-/v^^ 2-a-K^f;H, 2,2-^7;vtn^f;H, 2,2,2-hy 

vy°tt°sum, 3-?wy°tt°sism, 3,3,3 -hVy^^y°^^&, A-y/v^rny* 
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*^ttt, 4,4,4- hV^/^vi^/pmx^n, 0M\a-i, ^uf/c -C 

1 2 

1 2 

fee -c T/p3c/^m&7jkir)xfr<9. xmima^ vyy/v^n^/vm, 2,2,2- hy 
1 2 

[0068] — (If) <DR?K33l-f% TC -C T/V3WT5:/Sj f3\ HHCD_LfEC -C T/V^r 

14 14 
1 3 

[0069] — JRS: (If) ©R^fclJjStf 5 l"v?(C -C T/V3VV)T$/^J tt, Inl — i£fctt:W£Z>2m 

1 4 

1 4 

^/k^/kT^/^ ^f;V7nt°^7^I[^)i(l, N-(l-:/nt7k)-N-^ 
/^T^/mmi, ^/V^/VT^/MM^M^ N-(l-^/v)-N-y^-/vr^/S 
^S], ^^/VT5/S, 3&A>-?xi}£A'T^SMM7L\Z. N-(l-7°nt»-N-x 
f /V7^/Sf ], ^nt>7^S[0!lx.«, ^(l-^ntV^T^yS, ^(2-^ 

-^ntVk)T5y^, v ? (2-^/V-2-7°ntVl-)T5y^-efc«9#, 

1 3 

[0070] — j^^; (If) <£>Rf\ Rf\ Rf\ Rf\ gm*^ a U M^&M $ U *5«fcl^ g^SI^ 7 f 



WO 2006/004030 



PCT/JP2005/012185 



56 

[0071] (If) CDRf\ Rf 12 , Rf 13 , Rf 14 , Rf 15 , g^SS¥ j3 f, *5<TO\ <y fi!l*5it 

1 6 

/V*. 2-^/V-l-7°ntVk* N 2-^/V-2-^ntV^, 1- 

2 — 2-^/V-2-^/VS, 3-^ 
;V-2-^f/H, l-^rvWS, 2-^rv7VS, 3--^dr>/V^ 2-^/V- 
3-^/V-l-^^/V^, 1-Zf^-/V^ 2,2 -is 

^/V-l-y^/Vm, Hint*. 2,3-v ? ^7k-l-^/^-efef9#, 

c -c T/^/^-efe^ £0MW<C\^ c -c T;v^;v^m\^ ^^m. ^ 

14 13 

[0072] — (If) (DRf 3 ^ )3 fi-^oitS T/Nn^VC -C T/V^r/VSj }3\ 17?/ 

1 6 

16 

n^/v^, i/7/V^rn^3-sv^ ^nn^f/H, S^/n^e^/i^ hU^/V^-n^ 

f/H, 2,2-^7;^P3:f;H, 2,2,2- hU^/v^-nrc^/v 

:7°ntVi^ 3,3,3- Wy^3rvy°xi\£;v^ 4-y/^ny^/^^ 4AA~hVy/^ 
^rtiy^/p^ 5-y/v^rn^y^jv^ 5,5,5- hU^/v^-n^^/k^, Q-y/v 

^ru^iz/vm, ~£tci^ 6,6,6 -hy^/v^-ci^^>-/kS'efe«9#. tfrMin*. 

7C -C T/V=3f-/VS(^^Nn-^VC -C T/Vdr/VSr^ 17!;^5fi^M3^VS-e 

14 14 

g^$iWiC -c T;^;vM^t)irfc^ £<9#?3fcte, /nh^Vc -c T/v^r 

14 14 

/^(^5^/m^^VC -C T;v^;vm-±, IJb^m^y/vJrn^ yuu^V<^u^r 

1 4 

K-egm£tWhc -c T/v3v«£^i-)-efe!9, ££>^«£«9£fjg(a3\ hvy^^ 

1 4 

^vvS, 2,2,2 -hyy;v^ru^;vm, */cJ3\ ^O-^y/v^rn^/vm^K), #^ 
hy7/V^-n^/VS*fc«2,2,2-hy^/V^-n^/v^fe«9, 

[0073] — $£5£(lf) (DRflZ&tfZ) T(C -C T;V=i^)-{C -C T/V^r/^J te, l{|§<Z)_h 

14 14 
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tec -c T/v^^mrew&£ntz.±Mc -c r/^/vmxm, m*.t£. ^Hrv- 

14 14 

^;vm. (l-^>^»^/VS. (2-7>drv-)^/VS, (2-^/V-2-7°n^ 
^Xl-^ntf/V')!;, ^h^Ml-7°nt 0 /V)S, (l-^n^v-)- 
(l-^ntW)^ (l-^>^)-(l-7°ntVv)S, ^Hf-Ml-^f/H, x|^M 
(l-^n/K^-Cl-^/V)^ (l-^>=3r^)-(l-^ 
/V)^-efe«9#, 0iS^fi, (C -C T/K=*3r^)-(C -C T/l^/l^-Cfc^ iDi 

12 12 

[0074] — (if) ©R/teujsita r(c - c tvi^/i^*-) - (c - c r^^mi ©c -c 

14 14 14 

1 4 

l-^/V^S, 2-7^/V^S, *fckJ\ 2-^/V-2-7°nt7V^S-efe 

1 3 

[0075] — !M (if) <£>RfV33ft5 r<c -c T/V^/V^)-(C -C T/Vdf/V)^J IB 

14 14 

(D±mc -C 7A^A^*mTm&£1Vtt±mc -C T/V^r/VSt?fe«9, 

14 14 

/vfW/H, (l-7'f;vft)^f/H, (2-^;vft)^;H, (2-^/v 

(2-^ntVk^)^^/kK, (l-y^/^^r)^/vm, (2- 
^/l^:*')^/^ (2-^/V-2-^°ntVV^)^/v^, ^^/k^^-(l-7° 
nt°/V)S. ^^/V^^-(l-7 0 nt°/V)S, (l-7VtVv^-^-)-(l-7°nt:Vv)S, (1 — 

(l-^°ntVv^)-(l-^/v)S, {l-y^;v^)-{i-y^;vm 
~efc«9#, 031^3, (C -C T/V3vl^2}-)-(C -C T/V=ar/V)S-Cfe«9, 
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[0076] — fl&sS (If) <DR?K$5i1rZ> l"(C - C 77^3VK*/k:7^ ;V) - (C - C 77l^r/l7)^J 

14 14 

(DC -C T/Vdr/V^/V^^/Vf^tt^ lfi^JbfBC C T /V^/vm^WM^tltz. 

14 14 
13 

[0077] — (If) (DR.flC$5l-fZ> T(C -C T;V^r;V^;VZ7^^;V)-{C -C T/t^/lT^J 

14 14 

te:, lfi(D_hfBC -C T;V^;V^V7^^;vm^:U^f^t^±MC -C T/l^/vS 

14 14 

^-/v)^/kS. (2-7*f;WV7>f=;^f;i'I, (2-^vv-2-:7 0 cit:7KW 

^^/V)^/VS, ^f/V^/V?^^^^!, m^vl^VV^^/Vm^vl^ (i - 

:/nt°/i^Vv:7^~/]7)rc^Vv^ (2-^°nt°/v^/V7^^/v)3i^-/v^, (1— 

(2-^^/V^/V^— /k)rc^/k^, (2-^^/V-2-^°ntVV 
^/^^-/iT^^/k^ ^^/^/k^^^/k(l-7°ntVV)^, m^/k^/k^^-/k(i 
-7VtW)S. (l-7 0 nt 0 /V^/V7^^/V)-(l-7 0 nt 0 /V)S, (l-T^/l^VK^ 
^/v)-(l-7°ntVv)S, ;^/V7^^/v(l - 7f ;v)S, m^vi^/v^—Mi 

^7^-/k)-(l-^^)^-e$,«9#, (C -C T/V3r7K*/K7^^)-(C 

1 2 1 

2 

[0078] — (If) CDRfH^T^ T(C -C T/V=3r/K*/V^/V)-(C -C T/V^r/V)Sj <Z) 

14 14 

C -C T;v^;v^;v^^;v^VM. lj@o_hfEC -C T;v^-;vm^mM^fitz.^;v 

14 14 

/}wi^(-so -)-C&«9, 0tlx.fi. ^>-^/v^/v^ x i- 

2 
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1 3 

[0079] — (If) ©itf tC*5Jt5 r (C -C T/V3r/K*/V^/V)-(C — C T/V^/^Sj f* 

14 14 

, H@<D_h|EC -C T/Vdr/v^/v^-/vS-e®^^^fc±fBC -C T^^r/Ht'fe 

14 14 

xf;H, (2-^n/^^/V^/V)rc^/V^ N (l-^y^M-;V)xf;H, (2 
C -C T/V^-7V^/V^/V)-(C -C T/Vdr/V)^t?fe<9, <£<90ji^^ ^^VV 

12 12 

[0080] — (If) <DRfV:fctt3 r(c -c t/v3t/kt^/)-(c -c T/v^-;v)m\ it, IB 

14 14 

<D±mc -C T;v3c/VT^;m^WM£Utz.±MC -C T/Vdr/VS^fc^ m%J5. 

14 14 

, ^/VT^y^/um, xf;i/7^f;H, (l-^ntVVT5y)^/VS, (2-^ 

titwr^y)^^-/^, (i-^/vT5:y)^^/vs, (2-^/vr^y)^/vs, (2- 

l-7VtVVT5/)^^/VS, (2-^ntWT^y)xf/H, (l-^^/VT5:/)^^/V 
(2-yf/V7^/)xf;H, (2-^/V- 2-^°nt°/VT^/)^/VS, ^/VT 
V(l-^nt»I, xf;v7^y(l-yot°;v)S, (l-^ntV^T^-d-^nt 0 
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Ai-zf^vm, (i-^°nt7vT^y)-(i-^/v)m, wm., (l-^/vr^y)- 

(l-^/V)^T?fc<9#, (C -C T;V^;VT^J)-{C -C T/V^r7V)^-e 

12 12 

[0081] — (If) CDRfV&itS T^CC -C T/V5r/VT^/)-(C — C T/V^r/V)Sj 1*1 

14 14 

—ti.tz.\-iW£Z>2m<V±MC -C T/V^/VT5/S-Cg^$ixfc±fEC -C T/^ 

14 14 

^/vy*^-svT*;^/vmimz-\£, [n-(i -:y^/v)-N-y^/KT^y]y^Vi^# 
*.r£* v^i-^AOr^yy^vvS, v^-^/i^r^yy^vvSL v^-y^vv- 

/l-SE^X.^ 2-[N-y^-/V-N-(l-7°ntW)T^y]^/VS^]^^/V^^- 

/vr^y ^/vK «\ 2 - [n - y ^vv - n - (i - :/ ^vv)T^y]^/v^g] , 

^^/kT^y^/^(^[Jx.^ N 2-v ? 3i^/kT5y^^/k^), ^/K/utWT 
5y^/VSEmf3\ 2-[N-(l-^ntVV)-N-^/VT5y]^/VS#], ^ 
^nt°/VT5y^^/VS[f?!l^«\ 2-^(1 -7°ntVV)T^y]^/VS^], i^f^ 

T^/^^miMx-U, 2-> ? (i-^/v)T^y^/v^], ^(2-y^vv-i- 

^nhVk)T^y^/^[4y[Jx.^\ 2- v ? (2-y^/V- 1 -^ntV^T^y^^/V^ 
L ^(2-y^/V- 2-^ntVk)T^y^/^[^[Jx.^, 2-v ? (2-y^/V- 2-7°ci 

tvv)T5y^/vs^]. v^y^/vT^y^tvvSE^!)^.^, 3-^y^viyr^y-i- 
^ntvuf], y^/v^^/vr^y^ntvvSE^iJ^Lfi, 3-(N-y^/v-N-^ 

/VT$y)-l-7°ntVv^], ^^/VT^y^ntVv^E^iI^.^, 

v'^ntVVT^y^nfcVvSE^Jx.^, 3-^(1 -z?n\?;V)T 
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^-/umm. ^nfcWT^y^/VSE^tlx.^, 4-^(1 -7°ntVV)T5y- 1-^ 
^-/V^]-efe«9#, 05gfctt\ vXC -C T;V^;VT^/)-{C -C T/V^r/V^-C 

12 12 

[0082] — (If) CDRf\ R^it/Rf 5 ^^^ l"C -C v'^nT/V^r/Hj 37b^6B 

3 6 

3 5 

3 4 

[0083] — jS^^(If) (DRfV&tfS TC -C T/V^/VSJ }3\ l7!;S2j|a(D^^-^*^fi 

2 6 

^/^-cfc«9#, 0ii^f*. c -c T/^^m^m, £<o&ma^ c -c r>\> 

2 4 2 3 

[0084] ^|^^:(if)coRf 3 ^*5ft^rc -c T/v^/vSjte, \ Jh^2m<n$cM-$cM^M, 

2 6 

, 1 - - 1 - 1,3- ^^M> - 1 — O^m. 1 - 'O^wW 

i-^^/^-e^«9#, 0jg^{*, c -c T)v*^;vm^m, 

2 4 

2 3 

[0085] — A5Ei£ (If) CDRf\ Rf 11 , j3 f, *3j;t^ y f^*5it3 rc -C 

1 6 

^r^*J», lfi(D_hfBC -C T?V^?V^mM^tzyiYxi^ls;vm-£im, 

1 6 

N ^h^v^ ^h^y&. l--7ntf^m, l-^HrVg, 2- 
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^-/vtti/^ 2-^/*f-;v^r^y^ 3-^^vv;?h^5£, 2-^;v-2-y\ 

1 4 

%m\a±, c -c Tsv^^im^ ^b^m, ^h^^fc^n^^^-e 

1 3 

[0086] — (If) (DRf 3 ^ XXfM^^M £ fiC*3tt5 T/nh^VC -C T/K^v'Kj f*. 1 

1 6 

1 6 

^n^Hr^S, v^/i^n^h^S, ^nn^h^S, v^n^h^r^, hy^/V 
^n^h^fS^ hy^a^h^^, 2-77^i3^hdf-S/X N 2-^v^^b^^ 2 
-^nn^Hrv^ 2-3—^^^, 2,2- iy^Mn^b^^ 2,2,2~V)7 
;Vi!m^-b^y^ 2,2,2- hy^nn^h^S. ^-^/V^o^drv/^ 3,3,3 -h 
y^/V^-n-i-^ 0 n7K^S, l,l,l-hy^/V^n-2-:7 0 n/}^rv^ 1,1,1 -by 
^nn-2-^°n/^df-iy^ 4,4,4- by ^/^n-l-^H^S, 4,4,4 -by ^/V^" 
n-2-^>^>S. 2-hy^7V^-n^^-l-^ 0 ti^drv/^ 2-hy^/V^-n^ 
/V-2~:/mJ^ri^ 5,5,5- byy/V^rn-l — /Vttl'^ 5,5,5-hy^ 
/v^rn-2-^<>^;v^r^m, l,l,l-hy7/v^-n-3-^^/v^-^>S, 4,4, 
4 - hy ^/V^-n - 2 —ff-jV - 2 - 7>^>S, 4,4,4 - b]) ~7Mn - 2>-^;V - 2 
4,4,4-hy^/V^-n-2-^7V-2-^>^r^, 6,6,6-hy^/V^" 
in-l-^vyl^h^^ Q,Q,Q-by7Mn-2-^^/Vjr^^ 6,6,6-h 

y - 3 - ^^y/v^r^ym. 5 , 5 , 5 - b y y;virn - 2 - ^^/v - 1 — <>^/v 
tti/M, l,l,l-b^y;V^rn-3-^;V-3-^<>^-;V^r^m, 6,6,6-hy^ 
;V3rn-2-^/V-l-y'b^M, 6,6,6 -hy^/V^-n- 2,3- v^^/V-1-^ 
h^r^-efe«9#, ^ufSC -C T/V^^^(^f^Nn^VC -C T/V 

14 14 
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12 12 

1 2 

[0087] — (If) <DRf\ 0 f, 33 y ft^*3tt5 l"C - C T/V^r/V^- 

1 6 

1 6 

^"S, 2-^/V^^-^, 2-^/V-l-7°ntVV^^-^, 2-^/V-2-^nt° 
l— ^W/i^^-^ 2-^^/v^-^-S, 2-^ 

/V-2-^/V^-^"S, 3-^/V-2-y^/V^^"^ 2-^ 

i-^-y^/v^-^r^ 2-^/v-i-y ? ^-/v^-^rm, 2,2-v ? ^/v-i-^^/v 

2,3-v ? ^/V-l-^/V^*-efe«9#, gHfia*, C — C T 

1 4 

1 3 

[0088] — (If) <DRf\ iiig £ f, y fi-*5itS l"C - C 

1 6 

/K7>frv]^J lf@(D_hfBC -C T/Vdr/V^-Cg^tLfc^/V^^/^(-SO 

1 6 

2-:7°Pt7K*/v^f^/vS, l-^f/^W-zH, 2-:7^VK*/v 
2-^/V-l-^°ntV^/V^^7VS, 2-^7V-2-^°nt°/V^7V 
;7^/k^ l-^^/kX/K7^ 2-*^>^vK*/i^f^ 3-^>^ 

/K^/k^-/]^ 2-^/V-2-y^/^/^-r^/^, 3-^^/V-2-7^/V 
j^/V^^/V^ l-^3^/K*/K7^/V^ 2-^^rv-/V^/V^^/VS. 3-^r 
^;^;V7^^;H, 2 -^;v - 1 - ^yf-;«;k7^^;H, 3 - - 1 - ^ 
^/l^VV^^/V^ 2 - ^^vv - 1 - ^^/V^/V^^^/V^, 2,2- v^/v - 1 



WO 2006/004030 



PCT/JP2005/012185 



64 

#^ c -c T/v^/v^/vy^/vmTr&V, M^M\^.U, c -c T/v^r 

14 13 

[0089] — m& (if) <£>Rf\ WM^M j3 f, *s J; g^SP y f rc - c T/i^/k* 

1 6 

/V/J^/V^jte, lfg<Z)_LfeC -C T/Vdr/VS"eg#:§^bfc:^/V^^/VS(-SO - 

1 6 2 

)-e&*9, 0»J£f^ rc^^Vl^rvl^ l-^n^^/V/JwV 

/l^, 2— ^/W— 2 — ^n^^^/^Tfx^/^^ 1- 

^y^y^/v^/H, 2-^^^^/v^^/vS. 3-^y^y^*^;H, 2-y 

-zf#i/^/v^^v^ 2,2-i/^;v-i-y*5t>^/vfo^./v^ ~£fcfe, 2,3- v 5 ^ 
^/v-l-^^/v^/vS-Cfo^ils £P58K:fiJ\ c -c T/v^;^*^/vSt 

14 

£><9, ^Wfili-r^ c -c T/v^/k*/mj^/vS(#^ y^^vWwvS, 

1 3 

[0090] (If) <DRf\ Rf 11 , Rf 12 , £ f, *5it>\ 7 f^*5(t§ l"C -C 

1 6 

1 6 

->^/Kr5/^ 2-^'f;V7^/S, 2-^-l-^Dt>7$/i, 2-^/V 
-2-^nhVkT^y^, 3— <^VVT 

^/K, 2-**f-;v- 2-y*^-svT*;m, z-^/v-2-y*^/vT*;m, i-^y 

2-^/V-l-^/VT^/S, 2,2- 

^/v-i-^/vT$y*. 2,3-> ? y^/v-i-^/vT^ys-efe(9#, 
03ifcf3\ C -C T;v^;vt^/^^X). XWmKfe. C -C T;v*?vT*;m 
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[0091] (If) <DRf\ Rf" x Rf 12 , JS f, *3j;TX 7 flCjStfS ^(C - 

6 1 6 

0!l;tfc£, N-(l-^/V)-N-^/VT$y^], v^^/VT^y^ ^/v^°nt 0 
/VT^/S[#ilxJi, N-(l-:/nfc7v)-N-^/VT^/S#L ^nf/VT^l 

fflx.it, va-^Mr^sm, v^-^/^t^s^l v^-^/v-i-^n 
tw)T5ys, ^^/vr^ymifflK.^ ^a-^o^-MT^ym, <^ 
MT^ym, vo—o^/Dr^mm. -£tcn, i?^3ci/frT*;mifflx.^ v?u 

, &miaz, skc -c r/v^/vyr^/m^-h^, xommtt. vxc -c t/>*m 

14 13 

1 6 

ny^/vs. t^y^S, br-<9^=/^ % ^-^/i^y^/vs. 
is?y/vmvm, Rom-mtt. ^v^/vm, t^yv^s. ^/i^y^/vs, 

[0092] — (If) (DRf 3 ^ £U«gt&Sl¥ j8 flCfcttS T(C -C T/V=3^r^)^/V^^/VSj F± 

16 

, ij@(D_hfEc -c T7^^rv-^-eem$tt^/v^7«(-co-)-efe«9, #R 

1 6 
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^pjK^;^;H, l-yv^sX/v^^v^ 2-°7h*i/2r/Ktf^A'^ 2- 

df-v^/MiW^ 2-^/V-2-:7>^>#/M}wV^ 3-^/V-2-7>^> 
^/VtJwHS, 1 - ^^r^t^r^M^^S, 2-^dr^/V^^/V^/VS 

3 - y^vv - 1 - 2 - - 1 - ^h^^/v^^/v 

2,2-^^/V-l-^h^^^/V^ £fcf*, 2,3-v > ^/V-l-^>=3r 
i/^/^^/V-^-Cfc«9#, (C -C T/V=3^i/)^7/^-/^-e$,«9, 

1 4 

[0093] —JlgS; (If) <DRf%i<^f^;jotf ST/nc^VC -C TVl^^^J fit, 17!r^54@<D 

1 4 

1 4 

i/S, ^/l^n^h^i^ ^on^h^i/S, ^n^Hf^S, hV^A^^rn^h^ 

^H'rv'IS, 2-3— K^h^S, 2,2-^/V^-n^h^S^ 2,2,2 — HJ^/l^n 
^H*r^5£, 2,2,2 — MJ^nn^h^v^ ^^^/l^-n^h^v^ 3,3,3-hy^/V 
^-n-l-^n/K^S, 1,1,1-^/^13-2-^^^. 1,1,1-hy^nn 
-2-^ntf?3r>^ 4,4,4- hy^/V^-n-l-7>df-^, 4,4,4-hy^/k^-ci-2 
-7*h*i/&, 2-yy7/VJru^/V-l-y°vi^i/^ £fci3\ 2-hy^/v^-n^ 
^•/V-2-^n^dr^S^?fe«9#, -C T^^SO^^n 

1 2 

y/c -c T/v^dr^f*, i7^M5^@^M3yy^-eg^ti/fcc -c t/v^v- 

12 12 

SSr^*r)-e*>9, £Vt&&KH:. Y^y/v^rn^Y^m, 2,2,2-Y])7A>3rn^Y*ci' 

<5o 

[0094] — (if) <D^i^xxm^\z^\^ rc -c t/v^/vSj «\ xib^s'm^fimu^ 

1 3 
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[0095] — (if) (DRf 11 tz:*3it5 r(c - c ^aT;W - (c - C T/V^/V^^v'Sj 

3 8 16 

f3\ 1 {HI C» Tf BC -C iy^nT/V^r/VS-eg^^tl/fchlEC -C 7^^>Slfife 

3 8 16 

«9, #[JxJ3\ ^n^ntr/^hdfVS, i^n^/l^h^i^ */?V'0<?/W*is 
1, v-^n^^r^/V^bdr^S. ^P^/WHfi/S, l-^P^nlf/l/xh^i/ 

^HrV^ 2— ^n^^vvKx^v-^ 2-^n-^^°^/V3zhdf-^^ x 3_^ n 
^nfcVV-l-^mK^rv'S, 2-^n^ntVk-l-^n^^^ 2— i^n^n 
t°/V-2-^ B n/Kdrv / ^ l-^naK^^ 
-l-7 0 n/K^>S, 3— >^n^.^/W- l-^n^i/^ 4-^n^nt>-l 
-^>^>S, 4-^n^°ntVV-2-^>^>S, 3-v^n:/pfc7V-2-^vV 
3-^n^°ntVv-2-^/v-2-^n^^, 

fcW-2-^^/V^-df-^, 5-^n^atVV-3-"^^/^^r^, 4— is? 
n-?v\i°/V - - 2 - y>=3r->S, 4 - ^n^nt°^ - 3 -^VV - 2 - >H> 
dr->S, 6-^n^°nt°/V-l-^v^/V^-dr^S, 6-^n7°nt°/V-2-^dr^ 
/l^df-v-^ 6-^n^°ntVV-3-^dr>^/V^-drv^S^ 5-^n:/nfc7v-2-^ 
^vi>- l-^^/vtti/m, 5—^n-^u\f/v—3—^/v— l -^^/v^v' 
4-i/9xr?n\£/V-2-3&As- l-^Hf-S^ 4-^n^ntf/V-2,2- v 5 
^/V-1-7>^>S, 4-^n7°ntVV-2 ) 3-v ? ^/V-l-7>^> 
St?*>«9#, (c -c ^P7;i4;v)-(c -c T/v^/W^v-S-efo^ 

3 6 14 

ROlffAteXt^ (c -c ^n7/^;v)-(c -c t^J^St**)?), 

3 5 12 

MKYi. (C -C ^n7;i4;v)-(C -C T/v^/v^^mxm, ti&t&MKXZ 

3 4 12 

[0096] — (if) coRf 11 ^ it^g^S^ 7 fl-*5{75 rc -c ^o7A4^^lij r± 

3 8 

, hb<dtiec -c isptiT/v^/vmxn^tLfz^vv^is/vmvm, mz.tz, ^ 

3 8 

^n^ntW^^v^ ^^t^I, v^n^^/V^^v^ v^n^^ 
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05ifcJ3\ C -C ^PT^/k^vS-efcD, C -C ^o7;v 

3 6 3 4 

[0097] — |^^:(lf)(DRf 11 ^oj:t) ? Rf 12 ^*5ft5r[(C -C ^n7/^/V)-(C C T/V^r/V 

3 8 16 

)]T5/^Jte, Hg©TfBC -C ^dT/^/^-e®#$tvfc±fSC -C T/V^ 

3 8 16 

T^/S, l-^nyntWxf/VTVS, 2-^nynt>xf-;k7$/S, 2- 

^/kT5/^ 2-^n^^-;V^/VT^y^ 3- v^n:7°tifcVk- 1 -7nt° 
2-^a^i3tVV- l-^ntVKT^/S, 2-^n^Pt p ;l/-2-yn 
tVVT^y^, S-^p/f/V-l-T'nt'^yi, 

t°^7$/l, 3-^n^^7V-l-^ 0 ntVVT^yS, 4-^n7ot>-l-7 
^/VT^y^, 4-^n7 p n^-2-^f;v7$yS> 3-^tr7 B nfc7l'-2-p^- 
/V-l-7nt 0 ;W7^/S, 3-^n^ B ntVV-2-^7V-2-7 P nfc°/VT^/^ 4 
-v-^ri^/v-i-^/VT^/S. 5-i/^nlf;V-l-^yf/l/7^S, 5 
- s^n^n fcW - 2 - ^^vVT5/ 5 - ^^n7nt> - 3 - ^^/VT5:/K 
, 4-v^n:/i3fc7l— 2-^;V—2-zf^-;VT^^ 4-i/^n7 p ntf;i/-3-^f 
/V-2-^^/VT5;/S. 6-^ti7°ntVV-l-^v//VT^y^ 6— S^n^ntf 
/V- 6-^n7°nfc 0 /V-3-^^>/VT5:y^, 
M°/V-2-^/V- 1 — <^/VT5/S, 5-^n7ot>-3-^/V- 1-^<> 
^VVT^/S, 4-->^n^°nt°/V-2-^/v-i-^/VT5:7S, 4-^n^°nt° 
/V — 2, 2 — v^^/V — 1 — 7f"/V75/S, 4-^n;/nh7v-2,3-vW 

^-i-^vvr^yK-e&«9#, (c -c v^mT/v3r^)-(c -c ta- 

3 6 14 

dr/V)T^y^-efe«9, J: WitiaS, (C -C ^n7/V^V)-(C -C T/V*;V)T* 

3 5 12 

/S-efcO, £fb^?31^te. (C -C ^nT/Vdr/V)-(C -c T/v=ar/v)T^/S"e 

3 4 12 

[0098] (If) ©Rf", Rf*\ i8 f, *5j;t7\ g#S3¥ y fl^tfS l"C -C V^n 

3 8 

3 8 
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«9, Mx.lt, ^n^ntVVT^S, ^pyf;>7?yl, v^n^^/VT^S, f 
0igfm, C -C v'^oT/VW^St^^ £<90iSi-te, C -C v^nT 

3 6 3 4 

[0099] — ^5^(lf)CORf 11 *Dj;tJ«Rf J2 ^*5(t5rv J [(C -C ^n7/^)-(C -C T/l^ 

3 8 16 

/V)]T^7Sj«, ^^fcteM&^lBOTfECC -C ^nT/Vdr/V)-(C -C T 

3 8 16 

- fcVM^vV - n - ^P^f;Mf";V75yS^ N - -y^n^fn\£;V^;V 

- N - ^n^y^;Mf/V75/S, N - l/#xx-?xx \f;V^;V - N - 

- ^^n7nt°;Wf;V - N - ^nt^f/Mf^/S, N - :7°nfc7v^ 
- N - ^n7n tVv^/vr^y N - v^n:/nfc7W^vV - N - (3 - v^n 

, i?{i/?n*?^;V?t^;V)TK;m-£lb 1 9n. UM^-U, ^[(C -C ^n7 

3 6 

/l^r/V)-(C -C T/V^r/V)]T5/S-efe«9, iWKl^te, ^C(C C ^^p7/^ 

14 3 5 

;v)-(c -c T/vdf-/v)]T^y^-efe<9, £fb^#KteJ3:, s?[(c -c ^o7;v^) 

12 3 4 

-(C -C T/^/V)]T^y^-efe«9, ftti^ftg^te, ^(^n^titV^^/^T^/^ 

1 2 

[oioo] (if) (DRi 41 . Rf 12 . gmsp 0 f. &£x$, mmmm y n^fts rv?(c - c ^ 

3 8 

3 8 

n7ntVP- - N - -y?ti^3ci//VT^/^ N - ^n7nt> - N - l/jra^-f^/V 
v^n-O^vVT^/S, v^p^^/VT^/S, ^^n-^^/VT^/S, 

3 6 



WO 2006/004030 



PCT/JP2005/012185 



70 



[0101] — |^^:(if)(DRf il ^oj:t^Rf 12 ^*Dtt'5rN-[(c -c ^o7/v^;v)-(c -c tvv 

3 8 16 

=3r/V)]-N-(C -C T/l^r/V)T^/Sj te, l{@<DTfB(C -C ^n7/^/k)-(C 

1 6 3 8 1 

-C T/V^c/vm^ fej;r^\ lj@(D±:fBC -c T/^/^Trg^^fcT^y^-cfc^ 

6 1 6 

^ 0!l£fi, N-^yn:7 0 ntyvy^/k-N-y^-/VT5;yS, N-iy?a:/nfc7vy^yV 

:/ n tVvy ^Vv - N - yt^75/S, N - ^^n^ntVMf/v - N - -O^/VT^ 
71, N-^n^nfcVvy^/V-N-^^/KT^yS, N-^P7nt°^xf;i/ 

- N - y ^/VT^y S , N - (3 - fcVk - 1 — t» - N - y ^/VT^y S „ 
N - n-J^/V^/V - N - y ^VVT^y N - ^ n^^/vy *f-;v —N—^ 

/v-N-y^/VT^y^, N-^n^f;Mf^-N->f;w7?yS^fc 
*9#, 0jg^te, N-[(C -C iyyciT/^/V)-(C -C T/^/V)]-N-(C -C T 

3 6 14 14 

/^/V-)T57*-efe«9, £*90ii^te, N-[(C -C ^n7;W-(C C T/V"¥ 

3 4 12 

/V-)]-N-(C -C T/Vdr/V)T5/S"efe(9. ^ib^il^te, N-[(C -C ^n7 

12 3 4 

- n - y^/vr^y^-efe^o 

[0102] — !M(lf) (DRf 11 , Rf^\ i8 i\ *5it>\ g&Sl¥ y fiC*5it« TN-(C -C 

3 8 

^n7;^)-N-(C -C T/P^-MT^y^j te, lfi^TfBC -C i/^n7/l4 

16 3 8 

1 6 

-i/^nynf;W-N-^f;V7^/S, N-^n^°ntVV-N-^^-/VT57S. N 
-^n^°ntVv-N-^ntVvT$7S, N — y^n/PtVl^ — N — zf^/VT^/^^ 
N - ^ n^ 0 t2fcW - n - -^^vKT^y ^ N - y^nyntVv - N - -^iX/iyr^y 

, ^fc^, N-^yn^-y^/v-N-y^-/vT5yS7?fe«9#, n-(c -c 

3 6 

^yn7/^;V)-N-(C -C T/Vdr/V)T$y^7?$)<9, <£*90igf-te\ n-(c -c 

14 3 4 

iy^nT/^/V)-N-(C -C T/Vdr/V)T5y*7?fc«9, $^>(^f jli^fi, N-(C - 

1 2 3 



WO 2006/004030 



PCT/JP2005/012185 



71 

4 

[0103] — |^^:(If)(DRf 11 ^j:t^Rf l2 ^^o(t5rN-[(C -C i/^nT;^)-(C -C T/V 

3 8 16 

^r/V)]-N-(C -C ^dT/V^r/^T^y^J }3\ H@<Z>TfB(C -C ^n7;Mr^ 

3 8 3 8 

)-(C -C T/^dr/^)S^ 33 XT*. H@<£>TfBC -C ^^nT/V=3f/V^-e»^$tt7t 

16 3 8 

T^/S-Cfe^ #»J3.fi£, N-^n^nWf/k-N- ^u^nfcVKT^y^ N- 
i/?w7^/>*<?fl> - N - l/?xr?n yffVT^S^ N - v^n^>^vV^/V - N - 

- ^ t2^7°^/k^^/k - n - i/^n^ntVVT^y^, N - n^r^;V^;V- 
N - ^nynt°^75/S, N - i/^oyn^xf/i. - N - ^nynlf;V7^I 
, N-(3-^n7 0 nt 0 /V-l-^nt 0 /V)-N-^n7°nt 0 /VT57S, N-^n^° 
ntV^^;V-N-v'^P^^;l'75yS, N-^n^nWf/v-N-v' 
^n^yf^i/StfeUt, n-[(c -c ^n7;Wr;v)-(c -c T 

3 6 14 

/V3VV)]-N-(C -C ^nT/l^/V)T5:/^-Cfe«9, £<9£Ki^te, N-[(C -C 

3 6 3 4 

i/^nT/V=3r/V)-(C -C T/l^r/V)]-N-(C -C ^n7/l^-/V)7^S-Cfc!3, 

12 3 4 

££>U:0jlH:i3\ N-[(C -C ^P7/VWf/V]-N-(C -c ^P7/^/V) 

3 4 3 4 

[0104] — (if) oR/^castts rtKn^/Kc -c tvi^aOt^/Sj ra\ i i@<z>_hfec 

1 6 

1 6 

Kndrv-/V(y^/V)T^y^, tKn^Mxf;i/)7?yS, fcKn^vvKl-^PfcVV) 

=3rv'/H2-^7V)T^yS, tKn^//K2-^- l-^nfcVVOT^/S, fcKn^r 

^;K2-^f/i')7^S, tKn^v-MS-^^/^T^/S, fcKn3r>/K2-^ 
^;v-2-y"^-;v)T^/m, tKn^>/K3-^/v-2-:/^-/v)T5:/S, fcKo^f^ 
M2-^f/U-2-7f/V)7^S, tKndf^/Hl-^^rv^/V)T^y^, tKn^vyV 
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;V(2-^;V- tKn^^/H2,3 - vW/V- 1 — ^^MT^J 

^/K3-^/V-3-^>^vV)T5/S, tKn^M3-^-^/V-)r^/S, tKndf- 

i//H4-y^/V)T57K, tKndr^7K5-y^/V)T^7S, fcKn^vvK4-:^VV- 
4-^f;l/)75yS % tKn^r^/K4-f^)7^X, tKn^/KS-f^JT 

1 4 

f;v7^S-Cfe§ 0 

[0105] — J&aS (If) <DR?\ R?\ Rf 14 , Rf 15 , &£TfiM&&& j3 ft£:*3tt5 l"(C C ^P7 

3 8 

/V3VV)-(C -C TV^/V^J te, lfiOTIBC -C ^n7;^;H-et^tl 

16 3 8 

1 6 

;H, ^p^^-^/v^/vS, i/^n^>';Mf;V'S, ^n^y^/M^/i^ 
i/^n^^vW^vl^ l-^n^ntf/i^^vi^ 2-^n^°ntVv^^7VS % 
2— V^n^^vVcn^yi^ 2-^n^yf^xf-;H, 2-v^n^=3rvvK^/V 
2-^n^^xf^|i, Z-*/9xx'?xx\*jv-\-'?xx}£As^ 2-^?w7 
ntVV-l-^nt>S^ 2-^n7°nt 0 /V-2-7°titVvS, 3— 

4-v^n:/nfc7v-l-:7^vv3£, 4-l/?n-7°xi\i°/v-2-7 f ^;v^ 3-i/ 
9xr?n\£;V - 2 - ^ - 1 - T'ntVH, 3 - v^n^ntW - 2 - ^ ^/V - 2 - ^ 
nfcVl^ 5— S^n^nfcT/V- 1 — 5 

-^n^nt VV-2-^O^Vl^ 5 -^n^nfcT/V- 3-^^/1^ 4— 
^nt>- 2-p^vV- 2 - 4 - S^n^ntr/V— 3 —ff-As— 2 - ^^/V 

1 -^^/l^S, 6-^n^°nt°/V-2-^dr^/V^, 6 — 
iy^n:/nfc7V-3-^=3rv7l^ 5-^n/Pt°;V-2-^- 
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-l-y^/vM, A-iy^n-fxi\i c ;V-2,2-Zy^;V-l-y^;V^ itftfe^ 4— is 
^n^tifcVV-2,3-v ? ^/k-l-^/k^-efc«9#, (C -C ^n7 

3 6 

7V3<-/V)-{C -C T/Vdr/V)^-efe«9, J:W5I{£}3\ (C -C -y^T/V^;V)-{C 

1 4 3 5 1 

-C T/V^/vm^y)^ ^hKWMKfc. (C -C ^?nT/V3r/V)-(C -C T/V^r 

2 3 4 12 

[0106] — |M (If) <DR?\ R?\ R?\ Rf 15 , *5 £ MMM^ £ ftC&it^ TC -C i/^oT 

3 8 

7°cit: 0 /vS. ^n^f/H, ^n^yf/H, */?vi^>c*y;V^ ^^u^y°^-/u 
S, £7cJ3\ v'^nt^f;Ht^')#, #aH£W\ C -C ^n7;i^;Hl?fcD, 

3 6 

ZWff&K^ C -C ^nT/Vdr/V^-e$?«9, ££>&<:#KiS^te, C -C 

3 5 3 4 

[0107] — jt£iS(lf) ©xftcSStfS TC -C T/V^-V^SJ ijb^.4m<Dtimm.tt*?t 

1 4 

2 2 

5£[-CH(Me)-L WJ^W^SC — (CH) ^/V^^W>^S[-CH(Me)CH - 

2 3 2 

*fcf*-CH CH(Me)-L '7 L b9^V'^S[-(CH ) ~L p^VVHWl^M-CH 

2 2 4 

(Me)CH CH -CH CH(Me)CH — CH CH CH(Me)-]-efc<9#, 

2 2 2 2 2 2 

1 3 

[0108] — is&. (if) oY^^astta t5jb^6M^iM^Ttii/?y/]smi ^# 

m^mmmn^m, mz.t£. yv/>m, ^^vm, \?uy/>m. ^y^j/^m 
, t^y/vm. ^u-^y/vs, ^y^yy/i^ ^rv^/vm. -(y^Ty^;vm, v 
yryy/vs, ^h^yy/^s, tW7/u;H, ^T^ryy/v^, ^h^yy/vs, 

0jg^fi % \fn]);vm, 7V^m, ^-^;vm, ^yyv^m. ttv-^v/i-m, ^ 
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[0109] -^(If)OTf 2 ^*5^r67!r^lOMTy— /VSjfS, 6#moM©5?##s£Mb!K 

•So 

— ^(lf)OTf 2 ^*5ft^r97!r^lOM^I&^^^^J«, 97^10.^ 

[oiio] —m^(if)<vYfK&tf%r57b^iom^m^v^?v/i'mife, mmm*. m 

ffMiiiti)^ 0fl*.rf * 7U/^ X ^^/^ t°ny/vs, tr^yy/vs, -r 
5^yy/i^ ^u-yy/v-^ -fy^u-yy/v^ ^ryy/v^ -ry^ryy/^ hy 
ryy/vs, ^-^^ryy/vs. ^r^ryv/^m, Th^yv/^m, ys?/i^ try 
^^/i^ try*^/^, t^v^^^s, Tif 7^;H, ry— /v 
5^ wvKy/v^ ^^yy^^/v^, ^o-y^m-/^^ ^^yv^yyy/v^, 
y^u-yy/vs. ^^y^ry^yy/vs, ^^y^ryy/vs, ^^yvy^ryy 

^-^^/vs, -f^vy/vs, tt-y-yv/vm, ^-ryy/vs, trysts;, 
fcry*^/vs-e*>«j, ^i^Jiias, ^rvv^ ^ryy/v^fctetW/v 

[0111] — ^(mOTf'^fe^rgT^^lOM^^P^^o^yy/^Jtt^ 971/MlOM^ 
#^^n^y/^;&sg|j^e<j^3i5c$HfcS-C«>o-C. fi&jFP^n-^y/^-Ctt 
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[0112] — $£5£(lf) j8 ffeitPlilSi y fleets rtKndrMC -C 

1 6 

)^J}3\ lj|S|(DtKndf-^/^-eg#§tbf'_hfEC -C T/l^r/l^-e&<9, fc 

1 6 

-l-^nt°/V)S, tKndrM2-^/V-2-7°nt7V)S, tKn^Ml-^^/V') 

1 4 

/V)^-efc«9, £«9#Kfi^te, tKndrMC -C T/l^r/V)^(#^ fcKn^^/V* 

1 3 

[0113] — jR^:(H)©iaiSI^/3fl2:*3^5r^/v^?dfMC -C T/V3r/V)Sjte, 1{@0# 

16 

16 

#/v-^i/(i-:^/^)^ *;^M2-^f;v)S, *;v^M2-^f;v- 
^7/v^M2-^/v-2-yVt°/v)S. ^/^Ml-^vf/v 

14 

13 

[0114] — jR^:(H)oiBiSi^^/3fl2:*5ttsr(c -c T/v^^^^/k^^/v-cc -c r 

16 16 
1 6 1 

6 

;^yf/vS, *fcf3\ ^h^^/^^/v—^v^/vS-efef9#, (C -C 

1 4 

TJV^i/)Jj;V^;V-(C -C T/V^/V)^-efef9, i<9^31t-«, (C -C 7VV=J 
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3-»#/v^/v-(C -C T/v^/vm-^&V, &bK0M\a-±, *Y^%/Vv$^/V 

1 2 

cons] -wt^{\f)<DWMmm$f\z.$$rt&c -c T/^r^mm. 2nm7m<7>i%mw, 

2 7 

^ 3 - ;*^v> - 2 - 2-^r-fe~/i^ 

«9#, c -c T/v^/^-e*>«9, i*90ii^f*, c -c 

2 5 2 4 

[0116] -^(If)(^g^Sl^^f^*5tt§rc -C T/V^/VSjtt, 27!;^7fi(D^*J^ 

2 7 

^^i-SM^tt^^T7^^/V^(lj|S|^_h(D^*-^#Hm^^#L 
-cv^t>iv>)-es>«9, f#J;Ui\ ^-/vm, 2-y°tt°^/vm, 2-y^=.;v^ 2- 
2-^drv^vl^, *7cte, 2-^^^/^-efc«9#, 0jSt£fclU C 

2 

-c r/v^/vs-efc«9, j^iim, c -c r/v^/vmx-m. mh&MKtz 

5 2 4 

, ^^;vm^.tz.U.2-^ti\f^;vmx^ 0 
[0117] ^^^(iO^gi^Sl^jSf^^ttSKc -c 7;^;v)^;v^^t^/Sj fit, 

1 6 

^—/VT$7^(-CONH-)(D^^Jg^-^ij|i(D_hfEC -c T7^/^-eg#$tt 

1 6 

fc^-efe^ $j;tfi£, ^/i^/v^wvt^/^ ^/^/^-/vr^y^, (i-^a 
(2-^^-7V-2-^ 0 nt 0 /v)^77V^7VT^y^, (i-^^Vv)#/i^~/vt^/ 

(l-^^V)#/Mj^/VT^y^&*9#, (C -C T/Vlc/V 

1 4 

)^/^^/vT^y^-efc«9, £<9£Ki^te, (c -c T^Mjuu^/uT^y^h 

1 3 

[0118] ^^(If)(Dg#Sl^i8f^*5tt§r(c -C ^?vT;V3r/V)Zi;V^~/VT^;m\\Z 

3 8 

N ^7/V7jf^/VT$y^(-CONH-)(D^^J®^-^lj@(D_hfEC -C ^pT^/V 

3 8 
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/^-cfc«9#, (c -c ^oT^v^/i'to^/S-cfc!), xmrM 

3 6 

fcfcfc, (C -C ^nT/V^/V^/V^/VT^/S^fc^ $felC0agH:tt % (C -C is 

3 5 3 4 

-So 

[0119] — ^^(^(Dg^S^jSf^it-Sl'N-KC -C T/V^r/V)^7/V^7V]-N-(C 

1 6 1 

-C T/V^r/V)T5/Sj te\ _h|E(C -C T/V^/V)#/V^/VT5yS<D^3?tlg^ 

6 1 6 

HH©_h|BC -C T^HTiJj^nfcStfc^ 0»J£tf, N-y^vv^/vtf^/v 

1 6 

>-^/v^7/v#^/v-N-y^/vT5:y^, n - ^^/v#/v^/v-n -y^/vr^y 

N-y^/Kfr/v^wv-N-^^VVT^yS. N-y^/v#/v*}wv-N-:7 0 nh 0 

/vr^ys, N-y^/v^/v^/v-N-^^vvr^ys, N-y^/v^/v^/v-N 
-^yf;v7?/l, ^fcn, N-y^/v^7/v^/v-N-^^r^7VT$y^-efc<9# 

* N-[(C -C T/V3c/V)%/]s^M-N-(C -C T^MT^Ml? 

14 14 

fe<9, i«90ii^tt, N-[(C -C T/^/V)^7/V^/H-N-(C -C T/V^/V)T^ 

12 12 

ys-efc^, mas. N-y^/v^/v^/v-N-y^/vT^y^fc^N- 
3i^-/v^;/V/^^/v-N-y^-/vT5;yS-efe«9, fll&^Ktfcrau N-y^vv#/MK^/v 
- n - y ^/vT$y ^-efe^o 
[0120] — W^(\f)(DWW±^M$f\^rt&N-\ic -c iy^r/^M^/p^M--N 

3 8 

-(C -C T/^/V)T^y^J }3\ _hfE[(C -C v/ynT/^/V)^7/^^/VT5y^(D 

16 3 8 

1 6 

ypt>^/P#^;V - N - y ^-/VT^y N - v^y n^^-/V^7/V7K^/V - N - y ^VV 
T^yS, N-^yn^^/v#/V7^~/v-N-y^vVT^y3£^ N-^n^3n//V;2; 

- - n - y ^/vr^y n - n^^/i^/v^^ - n - y^vvr^y K 
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- v/^p^cihV^/^— /V - N - ^/kT^yL N - 9 s9 n/n tVk^/k^— /V- 
S^fe^t. N-[(C -C i^ynT/Vdr/V)^/V^/H-N-(C -C T/V 

3 6 14 

dr/^T^yS-efe^, «fct>#f jtfciS, N-[(C C i/^n7;W^/V)*;V#^;H-N-( 

3 5 

C -C T/V^/V)T^yS-e$3«9, N-[(C -C ^ynT/Vdr/V)^/V 

12 3 4 

^-/H-N-(C -c r/v^/^T^y^-efc^, N-^yn^ahV^ 

1 2 

[0121] — jt£s£ (if) cog^SI^ j3 ft^Jt^ rc -c T/v^/i^/vzJwvT^ySj te. nBco 

1 6 

_h?EC -C T/v=3f-/v^/v^/vS-rg^$^t7tT5yS^?fe<9, Wywifr 

1 6 

?yS, l -^^^;v*=;v7^/S, 2-^<^^/v*^/VT5:yS. 3-^^ 
^vv/jwvr^ys, 2-y^-/v-2-^^/v^^/vT^ys^ 3-y^vv-2- 
:y^^vv/j^/KT^y5£, l-^^^^vsj^/iyr^y^ 2-^^i^;?wj^vv 

r^ys. 2 ) 2-v J y^/v-i-^^/v^/vT^ys. *tc^. 2,3-^y^/v-i 
-^^^/v^/vT^yS"efe«9#, 0}!^}^ c -c 7/1-^^*^^75/1 

1 4 

[0122] — |^^;(lf)(Dg#:H^3f^*5(tSrN-(C -C T/V^/K*/V*JwV")-N-(C - 

16 1 

C T/V3c/V)T^/^\ te. llH!<D_htec -C T/Vdr/V^/V^/H^^t^llll^C - 

6 16 1 

6 

/V757S, N-y^^^/V*^/V-N-3i^/VT$yL N-y^>-^/V*^/V-N- 

ynt>7^/S^ N-y^^/v^^^-N-^/vr^yL N-y^^/v*—^ 
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y*^^/v^=./v - -N-^/VT^y^ N - ^y^y^*^-N-^f;v7^ 

*7t«, N-^i^^/V*^/V-N-^/VT^y^-efe«9#, 0SSt£E\ N-( 
C -C T/V=3r/V^/V^/V)-N-(C -C T/V=¥/V)T^/^~efct9, i^il^te, 

14 14 

N-(C -C T/V3r/K*/WwV)-N-(C -C T/V=3r/V)T5:/S-efe«9, £^031 

12 12 

N —*#lsX/Kfc~A' - N - ^/VT^/MttZ fiN - ^^/MJwV - N - 

-So 

[0123] — ^^(If)CO®^SI$i8f^*5{t?)rN-(C -C T/V^/V^/V^/V)-N-(C - 

1 6 3 

8 1 6 

(DC -C l/?nT;v^;vm^mM^ntz.T^/^$b 1 0, N-^^/v*- 

3 8 

/V - N - -y?u-?v\i°/VT^y X, N - ^^/k/Jwk - N - vzff-frT^S 

N -^>->Vl^^VV- N - ->^n^yf/V7^S, N -^^^/k^/k- N - ^ 

^^/V/^^/V - N - */9 o7°n t°^7^;l, N - :7^^VV^/V -N-^n^nt° 

^•^tvib— /v-N-^n^°ntvvT^y^-e$?f9#, n-(c -c t/v 

1 4 

dr/K*/MJwk)-N-(C -C i/WTsV^/^T^jm^-fo*), MI jgtCfii, N-(C 

3 6 

-C T/l^r/l^/V^Wl^-N-CC -C ^nT/V^r/^T^/S-efe^ 

12 3 4 

[0124] — (If) ©ttSi £ fl^tS T(C -C T/^/V)^/V^/^j 1 j@(Z)_h 

1 6 

1 6 

/V7jf^/VS(Tir^-/VSh xf;^/Pj)f^;VS, (1 -:7°ntVV)#/V7}^/H£ N (2- 
:/ntVv)#/^~/v^ (l-^^/v)^/v^/vS, (2~:7^/V)#/V/K~/V^ (2 
-^^/V-l-^nhW)^/^^/^, (2-^/V-2-:/nt7v)#/MK-/l^ (1 
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AC -C T/l^/V)#/V^/VK~efo*9. i^jfcte, (C -C T/V3VV)#/Vtf^ 

14 13 

[0125] — (if) (DmM&ffi- /3 f(e:*3JtS r(c -c T/v^/vt^/^/v^/vSj ft, if@ 

1 6 

1 6 

, ^/VT^;jJ/v^~;vM, ^/VT^S-fr/V^^/V^ (l--7n\i;VT^;)J];v^~ 
(2-^ntVVT$y)^7/V^/^, (i-^/vt^/)#/v^/vS, (2-^ 
/VT5/)#/V*3wl^ (2-^^/V-l-7°ntVkT5y)^7/V^/^, (2-^/v- 
2-ynf;VT^)*;^/i'S, (1 --<^VVT5:/)#/vtf;— /VS. *fctt\ (1-^ 
^;VT*;)3J/V^/vmT:&> ] 0'&, &M\z.^ (C -C T/Vdr/VT^/^/Vtf^/V 

1 4 

13 

[0126] — ^ (If) <£>g#SI$ /3 fleets r(c - c ^n7^r;wr^)*/m?=;^j 

3 8 

, HH(D_hfBC -C ^^nT/V^r/VT5/S-e®^ixfc^/V^/VS(-CO-)-e 

3 8 

. C -C v'^nT;^/VT5/*M^/vS-efe^ «fc WjgfciS. C C ^oT/V 

3 6 3 4 

-So 

[0127] — j^^: (if) /3 flcjstts r^(c -c t/v=¥/v)t^/#/v^/vSj ra\ l 

16 

m<D±mxp - c r;v^-/v)T^m^m^fit^/^^/vm ( - co - ) -e&<9 , 

1 6 

(N - ^^-/V - N - ^nt>75/)^;^/H [#R fi , [N - (1 - t» - N - p« 

7-/v7*S\#/V7$^/vmm , (N-^/v-N-^/vr^y)#/v^/i^[^Rkf 

, [N-(l-^/V)-N-^/VT5/]^7/^^/VS^], (N-^/V-N— <^ 
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1 4 

1 2 

1 6 

1 6 

o 

[0128] ^$£5£(lf)<Dgi&S3¥i3f^£5&t5rN-(C -C ^nT;W-N-(C -C T 

3 8 16 

;v^-;v)T^/ti;v^^;v^\^ lj@(D_hfEN-(C -C v^nT/i^/i^-N-CC - 

3 8 1 

6 

ni/nhf /V - N -y^vKT5/#/V#— /VS. N - v'^n^ntVV - N - xf;V757* 
fcf/v - N - Zff-JVT^S 3};v^~/vm, N - v-y n:/n tVV - N - ^>^/VT^y#/v 

- n - y ^/vy $y#/v*}wv^ n - y^n^yf^ - n - y^viyr^y#/v#^vv 
y^-/vT5:y^/v^^/vS, ^fcte, n— >yn^y^/v-N-y^/iy^y#/MK— /v 

^-e&<9#, 03Ifcf3\ N-(C -C ^ynT/V^r/V)-N-(C -C T;V^;V)TKJ^ 

3 6 14 

/^-/V^-e^lQ^ i«903l^«, N-(C -C ^n7;^)-N-(C -C T/V^r 
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/V)T5/#/V;fc/I^-e&^ £tb\Z&&\Z.t±^ N-(C -C ^P7W)-N-^ 

3 4 

[0129] — *S5$ (If) <£>Bifc^a£ 7 flCjStfS 1" (C -C T/V=3df->/) -(c -C T/l^/V^J 

16 16 

E\ H@(D_hfEC -C T/V=i^^-eS^$ttfc_h|BC -C T/V^/vm^fo*), W 

16 16 

*h*w?/>m, ^b^y^^m, zf^^y^um. y'b^y^^m, 

58H:fcJu (C -C T/V=^» -(C -C T/V^r/V)S-efe«9, i«9^fjt^«, (C -c 

14 14 12 

T/l^^) -(c -C T;V^;vm^m, £t>Kl&&K\Z* ^h^v^/VS^fcte^ 

1 2 

[oi30] — 1^ (if) <DMi^si$ y fl^fts M/v#:7 o kc -c t/v^/v)Sj tt\ l m^^v 

1 6 

^^hS-eg^tvfchlEC -C T/V^/vm^&X), m*J3i. 7t;vjj-?b^/v^ pi 

1 6 

Kl-^f/^ ^/^7°M2-^/v)S. ^/^7 P K2-^/v-l-7Vt:Vv)S 
^7°Kl-— ^V/W)S-C*>«5#, y/V^77°h(C -C T/i>3VV)*-efci9, =fc 

1 4 

1 3 

[0131] — (If) <Z>®i&Sl¥ y fl£:J3*t5 r (c -c T?v*>v*f-Hr) -(C -C T/V3VV)S 

16 16 

Jtt, H@<£>_hfBC -C T/V^/V^^-eg^$^c_h|EC -C T;v^;vmx^>V 

16 16 

, ^fV^Hr^fV^ ^/v^^/vm. ^\f;v^^;vm, °7<?A> 

^f/vft^ntVH, ^/vft^f/H, ^/v^;^^/!^ *fcf*. ^ 

f/Vft-^rv'/Ht^^l, (C -C T/V^r/V^) -(C -C T/V^r 

14 14 

/v)^-efe«9, zvi&mtexz, (c -c T/^/v^-^-) -cc -c T/^/v)^-e*>9, £ 

12 12 
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[0132] — (If) (DWM^M y fl^ftS T (c - C T/V3c/V^;V7j~/V) - (C - C T/V 

16 16 

^7V)mW±, lj@(D_hfEC -C TsV5r7V^/V~7-<(=-7Vm-eWM^tltz.±MC -C T 

16 16 

^/V^;V7s(~;V-7*=3-/V^ y^-;v^;V7^^;V^^;V 

ikfci^ ^sv^;v7^^v^^iv^re&r)%, BMKtt.. (c -c t/i^t/k* 

1 4 

-(C -C T/V3c/V)mX*&<0, XWTMia^, (C -C T/V3c/VX/V74 

14 12 

^/v) -(c -c T/v^/^S-e^ £ib^0il^te, t^/k*/v:7^ /v^/vS* 

12 

[0133] — (if) (Diiii^^i^ y f^*5it§ r (c -c T/i^/wwfc— ;v) -(c -c T/v 

16 16 

^/V)Xj«:, lj@(D_hfBC -C T/V=3r/V^/V*^7VS-e@^$tvfc_h|EC -C T/V 

16 16 

^t^v^/^fyH, y^^/i^^/K^/iv^ ^^i/^/V/js^/v^ntW 
/V^drix/iv^t?fe«9#, #fjg^te\ (C -C TVV-^/l^/VtfwV) -(C -C TVV^ 

14 14 

/V)^-Cfc«9, (C -C T/V^r/K^/V^WV) -(C -C T/V^/Vm^ 

12 12 

[0134] —#5$ (if) <£>gmsi¥ y flcjstts rr^y(c -c t/v^/v)^j ra\ lior^S 

1 6 

1 6 

. T5/(l-7°ntVV)S. T5:y(2-7 P atW)^, T5/(l-^/V)S. T^/(2-^ 
^vV)S, T^/(2-^/V-l-7°ntVV)S^ T5/(2-^/V-2-7°nt 0 /V)S, T 

l 
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[0135] —HB&Z (If) (Dm&^m y ftC$otf% T(C -C TlV^jVT^A-iO -C T/V^/vm 

16 16 

jte, iU<D±Mc -c T/v*/vT*;m~i:WM^titz.±Mc -c T/^/v^-efe^ 

16 16 

{2-zfn\f;vT%J)^;vm, H-y^^T^J)^;vm, {2-y^/VT^J)^;vm 

(2-7*^/VT*J)^/V^ (2-^3-SV-2-Zfn}i°/VT*J)^/V^ 
y^-/VT5/(l-7°ntVV)S, ^/VT5/(l-7°ntVV)S. (l-^atVV7^)-(l 
(l-^/VT57)-(l-^°ntVV)S, ^/VT^/(l-^^-/V)S, ^ 
^/KT5/(1 (1 -7 p nt°/VT57)-(l iX-^fVr^J) 

K-efc<9#, 0iliCfi, (C -C T/]^/KTS/)-(C -C T/V^/Vmx^K)^ £Q& 

14 14 

jgfcfcfc, (C -C T/V"¥/KT^/)-(C -C T/V^/^S-Cfc^, ^bt^jgfcJ*. ^ 

12 12 

[0136] — $i^(lf)(Dm&&%$yflZ-&lfZ>t(C -C ^pT;^^T^/)-(C -C T/V^r 

3 8 16 

^mm, imco±mc -c ^tiT/^/vT5yK-eg^ti,^ij@(D_hfBc -c 

3 8 16 

ifcfcte, ^nyntVWT^/^ ^vvV^Cfc^ls (C -C i/^or/V 

3 6 

3r/KT5/)-(C -C T/^= 3 ^/^)S"efe t 9^ i^jl^te. (C -C ^nT/^r^ 

14 3 4 

)-(C -C T/Vdr/V)ST?fe»9, ^?n^u\£/VT^/^/vm$.fzJ& 

1 2 

<fc<5o 
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[0137] — (If) (DU^^m y TvXC - C T/V^/V)T57 - (C - C T/V^r/U) 

16 16 

gjftu iW\co±mi^(c -C T/V3r;V)T^/^:mM£fctiC -c T/V^-7VS-e$? 

16 16 

vW/VT^yy^WS, (N-^/V-N-^^7VT5:7)^/VS, (N-y 
^/V-N-^nfcVVT^y)^^-/^, (N-y^/V-N-^/VT^y)^^/^, (N- 
y - N - ^<^^/VT5/)y ^-/VS, (N -y^/V - N - ^>/>7^/)^ ^/VS, 
i/xf^T^/^f/H, vW/VT^y^/i^ vW/VT^yyntyvS, 
/vr^y^^/vS, vW/vr^y^^/i^ *fc«, vy^yvr^y^^/vs-efe 

I9#, ^(C -C T;v*?v)T*/-(C -C T;v^;vmmmr^;v^ 

14 14 

ft, m—^fcfemtz&^hv, xwmiat, vxc -c t;v^;v)t^/-{c -c t 

12 12 

r^yy^ws, vW/vr^y^/vS, *fc«, (N-y^/v-N-^/vT^y)y^- 
^/vr^y)y^/^-efc«9, Itlfltii, vW/vr^yy^/i^-efeSo *f-, vXc 

i 

-C T/Vdf-/V)T5y-(C -C T/^r/V)^£3oV vC, v^C -C T7^/V)T5yS^ 

6 16 16 

Mf&fP^^n^yy/vS£?ML-ofeJ;<, ro^-a*, v?(c -c t;v^-;v)t^/^;v 

1 6 

t°ny>?^/vy^-/vs. t°-<y vvvy^vvs, *fc», ^e/v*y^/vy^-/vs-efc5 0 

[0138] — }t£5£ (If) <Z>®i&Sl¥ y f^*3ft5 TvXC -C i/?uT;V3j-;V)T^;-(C -C T/V 

3 8 16 

3VV)Xjte, li@<D_hfE> ? (C -C Z/?xiT/V^/V)T^;^'X:WM-&ttfi.C -C T/V 

3 8 16 

y ny^/kr^yjy^v^, (n - ^o^ntw-N - -yy n^^/kT^y)y^/vK 

. (N--yyn7°ntyv-N--yyn^dr^/VT5y)y^-/VS, (N-^nynt°^-N 

- ^y n^y^/vT5:y)y f/H, (n - ^nyntvv - n - ^>y n^-y ^vv-T^y)y 
^vv3£, >^yn:/^vvT^yy^M^ ^o^f^T^f/vS, ^yyn^ 
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y^v//v^-efc«9#, vXc -c v/^n7^^)7$y-(c -c t/v^ 

3 6 14 

/V)^-Cfc«9, £<9#?}fi^te, ^(C -C Z/?vT;V3r;V)T*J-(C -C T/l^/l^-C 

3 4 12 

[0139] ^^^dO^gi^SI^Yfi-^tt^rtN-Cc -C ^n7;W-N-(C -C T 

3 8 16 

;v^-;v)T^A-{C -C T/v^/v)Sjf^, H®(D_hfEN-(C -C ^o7;W- 

16 3 8 

n-(c -c T/^/v)T^y^-em^ttf'C -c T/v^/v^-efc«9, #!l;U:£\ (N- 

16 16 

^?tiy°vi - N —^/VT^A^/V^ (N - i/^vr/nM /V - N - m^/vr^/) 

N-yf;W7^f;H, (N-^^n^ 0 nt 0 /v-N-^^^/VT5:/)y^-/vS, (N 

- i/?xr?xi t> - N - ^vWT^y)^ ^WS, (N - -y^n-f^?V - N - ;*2vKT^ 

-n-^/p-t^/)^/!^ (N-^n^7 p f;v-N-^/i/7^/)>f;vI, (N 

- y-^nt^f/V - N - y^/VT5:/)y ^WS, (N - ^^nynt> - N - ^/VTK 
y)rc^-/V^ (N-^n^°nt°/V-N-^/VT5:7)^nt 0 /VS, (N-v^n^afc 0 

- N - ^f;i/7^f/vl, (N - ^d^p - N - yf;v7$y)^yf;vS 

-(C -C ^P7;^)-N-(C -C T/V3c/V)T^A-(C -c T/v^/v^-e 

3 6 14 14 

£>9, XWMK^, [N-(C -c ^p7M;w)-n-(c -c T/v3vv)T5/]-( 

3 4 12 

C -C T/V^/^S-efe^, (N-^P^PtW-N-^7^y)^ 

1 2 

[0140] — JR5$ (If) (Dg^l^ y fl^ftS Tc -C v^T/l^/^^J l{@<D_hfB 

3 8 

c -c iy^nr^/pm^m^ntc^M-^hm^m, 0iix.fi, ^P^Pt>f 

3 8 

^"S. i/^n^^/v^-^-S, v-^pi^^/v^-^-S, >^t^3r>/v^}-^ i/^a^ 
^/V^S, *fc«, ^n^-^^/V^S-e*>«9#, C -C ^^p7/V 

3 6 

3 5 

^ C -C S^nT/l^/V^SC^^ 

3 4 
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[0141] (If) (DWM^M y fl^ftS Tc -C ^nT/V^rAvVV:^—/^] f3\ lfi 

3 8 

<D_hfBC -c ^nT7V^jvm-^mM^fit^^-(— /^(-so-)-e*>«9, 

3 8 

^^nt^f;«/V7^^;H-Cfe9#^ #f il^f^ C -C ^n7;^/W7^= 

3 6 

3 5 

3 4 

•So 

[0142] — (If) (DmM^M y ft-*5tf£ l"C -C v^n77Vdr/K*/V;Jwl^J lfH 

3 8 

<D_hfBC -C ^nT/V^r7VS-eg#$tl,^/V^7VS(-SO -)-efe«9, 

3 8 2 

^^/v^^/v^-e$>(9#, C -C ;/^n7;^;^*^;H-efci), J; 

3 6 

*9#f il^f*. C -C ^^n7/VW/l/*^;Htfcf), £^-031^3:, C C v- 

3 5 3 4 

[0143] — ^(iO^joV^.Xf 1 ^, 0jg^J3\ jC-NH-, -0-^cfi-S-^i-§ 
— $£5£(lf) ^WC, Y^^^^-zV^^^g^^-zV^^^^^:^ Yf 1 ^^ 

i-^toxxfYftDm&fcm^ &mn^ 1*5^^3^ (TfBYf^j^^ti^)* 

7c«l^oJ;^4^(TfBYf lb ^j:«9^$tL^)-efe«9, £«903S^te, l^i«l)5 0 
agfc:fij\ 2^J;t^4i'i^7c«2^J;tJ?5{i(TIBYf lc ^i9^$^)-efe i 9, i^lt 

ra\ 2*5j;u?5iiz:-efe^ 0 Yf'^^y^/vs^fc^g^t-y^/vs-efe^^t, xf^iu? 
Yf^gi&iMW:, 05Iia3\ 2;&J;iM{5u 2^oJ;^5f5:(TfBYf ld ^J:<9^§^), 
S^iH^i, £fcte, 3^oiI^6i'5A(TfBYI ae ^J;«9^^)-efc«9, £«9031^te\ 2 
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[0144] Mbl2] 




(Yf 1d ) (Yf 1e ) 



^SYf^tmfoei&fcef*. l^xxj^m (tiby^^^*^) * 

2*Dit^4{5A(TfSYf 2c ^J:'9^$tt§), 2*5J:tJ?5{5L(TfBYf 2d ^j:(9^$^ 

-c&3 0 Y^^^-T^y/vm^c^g^ryy/vS-efc^^t. Yf^j^Rfeg^fi 

, 2*5j;t) ! 5^-Cfc5o 

Mbi3] 
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(Yf 2i ) (Yf2i) (Yf 2k ) 



[0145] -zt^ -m^: (if) t-*5v vt\ ur^t^-mmrMx^ ; 
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[0146] «0J(D-^(lf)-e^$tL§^^fi, «T©Afife7!rMPSfel!l^o-C»m-5 
[0147] Dfbl4j 



Af>£ 




(7f) df-a) 



[0148] [>fkl5] 
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Efft 

Rf 4 Rf 4 




(lf-c) 



[0151] Mbl8] 
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[0152] lit 19] 
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I f 5£ 




Yf 2 , 



i f- i xfl 






Yf 2 



Xf " — -RfB (Rfb o) 2 B-B(ORf^) 2 (Rfb ° )2B 

(100 "" " (7f) 



Rf 8 



(8f) 



JfS 



^^y^V^^ Jf-H8 Rf, ° 



(38f) 
Jf- 2Xff 



(RfOJaB— BCOR^ 
(8f) 



Rf'O 




B(ORf b ) 2 



Xfd V_ ^^X^QOQRfd 




Yf^ 
(39f) 

X^COORf 



(410 



(400 




(200 



Kf- 1 II 



Km 

Xf d/-V_^ Xf 2 COORf d (Rfb0)2B _ B(0Rfb)2 (Rf b O) 2 B 
(400 



(80 



(420 



X^COORf 1 



Kf-2X*I 


(380 



Rfb 




XfCOORf 1 



(410 



[0155] Mb22] 
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LfSE 




(470 




(45f) 



[0156] [>ffc23] 




[0157] Mb24] 
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COOH COO(t-Bu) 
(590 (60f) 




X^COORf 1 



(If-c) 

[0158] _h|EAf^^^Pf^CD^^^»(D«3t^:^*5V vt\ Rf\ Rf\ Rf\ Rf 4 , Rf\ Rf*\ Rf 8 , 
Xf 2 , Yf\ *5j;t^ Yf 2 ^ ±m<DhCOtmMB^^ Rffe, Rf^jotfSC -C T 

1 10 

/v=i^ym, ^n^Vc -c T;v^x^m, 7^^/v-(c -c T/v^^-^)S, c - 

1 10 1 10 1 

10 1 10 
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1 6 

^y^5-;vmtm^, Rffct, C -C 77l^r/vK;£fcteTy/^^U Rf C -C 

16 16 

T/Vdr/VS^U Rffc, Rf^fc^SttSC -C T/V^l/^ C -C T/V^r 

16 16 

*fcte, v>(C -C T/V3r/l")T5/^3r^U Rfli, Ty/VS^U Rf^iS 

1 6 

, C -C T;v^;vm^^X3v^;vm^hfi:^m^mU^n^m(D^xmM^ 

1 6 

^^^^hy-rn^ntVkiyy/kK) Rite, fcKn^/^Oifca^^U 0 

1 6 

^$tl//cv-y/V^(#lcl, tert-^^VVvV^VV^y/Ufi, tert-^^Wv^a^/l^y 

^Hf-so^vi^ ry/v^-es>«9, Rf'^imfte. c -c T/v^/vssr^b 

1 4 

nS, yn^e^fcfia— KSfc^U Xfte. ^-NH-, -NRf 12 -. O , £fc 
tt, -S-^ft5S^TL, Xfte, ^nnS, 7"n^S, a-KS, hV7/>* 
n^^VV/^/V^v^^U Myites Ty/^S^U Bocf3, tert — ^Hf-Sofc 
/V/J?c=VV3S3r^U t-Buf*, tert-^^VVS^T^b, MOMtt, ^h^r^^/VS^T^i" 

o 

[0159] TIBAffefeB^Pffefe©#X@(D^^*5V>T, SJiS^SC^S^^JS^ 

&Z1tlblcm^btlZ&mm^totl&mzmfe}i±ft<. m*.t£, T. H. Greene, P. G. 
Wuts, Protective Groups in Organic Synthesis. Third Edition, 1999^, John Wiley 

& sons, inc.m^mm^ntc^mMxmn^o ^nh^mM^mARft^ &£x$ 
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[0160] TmAm7bwi^<Dfrjm<n^\z&^xw8£tixi&m±. Eiffczmw^-f 
ti&o mmmfe. -<>?^. ^^-^/k *-y-^<D£?mmm 

, ytm/JvW^ mmt^m. ^no^y, ynn-O-trV, v^no-^irV^J;? 
9>\ v^^rl^ v^h^rv-^^ ^rc^l/^ij=i— '7VK£>J;5& 

-HJ/K ^nt°^MJ/v N ^n^MJ/K ^y:/^n^hy/v<D£5&-hy/Mg;g1^ 
N -fv\£^r>m<D&D?£J}^>mm;^J— /K /K l-ywv— /K 2- 

yn/V-/v, l-^y— /K /K /K 2-7 

^/k-2-7°n/-?y— /KDi5&T/l^— /HS;*}vW*T^K i^y^/l^vW^T^K, 

[0161] T?EAf^MP^(D^-X@(DH^^*5V>T^ffl$^^», Bcj£^|5&#U£V ^ 

£u\ jwb**^ ^b^K*^, y^, mm. mm<Dx^mmm^hf^ 0 

mmtrwj*, mmtuvv^ mm^^(Dx^T/^v^m^mm.;^m^ 
mv^^ mmykm^hvv^ mmyKm^v^^x^r/^v^mmmTKmrn.; 

mku^svj*. 7kmit^v^j>><Dx^T/^v±m^m7kmim;7Kmitv^^ 
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Hf-VK, :M>y?A^H¥v-p\ ^y?Atert-:/He~>h\ #y?Atert-:/H*M^(D«J; 
5^T/V^y^MT/V3^K;y^^A^y^ntVVT^K(OJ;5^y^!>AT/V=¥/V 

T5K;y^-">A«hy^/^>y/vr^K, ^hy>>Aif^hy^/ki/y/vT5K^j;5*y 

^^AVy/VT?K;n-^/Vy^^A, sec-^/vy^-^^, tert-^/vy^-^ 
M5&T/i^/vy^^;:&J;i>\ hy^/i-T^, hy^/vr^ -My-fn\f;v 
^;vr^iy, N-^^/vt°^y N-^/i^e/v*y>\ N-^/v^/v^y^ 
t 0 ys;y, t°ny^ 4-(N,N-v ? ^^T^y)t°y> ? ^, 4-t°tiyvVt 0 yv ? >\ 2,6- 

v ? (tert-^/V)-4-^/Vt°yv ? ^, ^/y^, N,N — v ? ^f"/VT^!Jy, N.N-v? 
^^•/VT^y^, l,5-v ? Tift-V^n[4,3,0]/^--5-^^(DBN), 1,4-^Tift* 
^p[2,2,2]^^>"(DABCOh 1,8- v>T1f tf v-^n[5,4,0]^^^7-7-^^( 

DBU) (DXo^mrv^hf^o 

[0163] TfSAf&7!;^PfaxO#X@(DSJ^^*5V S^BJ^te, ffl&, m^WM. « 

TIBAf^B^Pf^©#X@co^^*5V>T, SJStfS-TfL ^X@<D g fttffc-a^ 
tt, fSl:totg{£l^^^l^5 0 (i)^H^jSCTftfe^(D^ 

^^j^/v^—^r/v^ mk^>vm&to%.x, BM4k&m$:#iMu (uommm 

2fe, StfcSU ^y^/i^^n^^:^— ^lUtf, 

[0164] (Af&c) 

Afifete, 5£(If) ^*5V>T, Rf^S-CORfTfofl, Rf^itmf^^^jgCXTfe^ Xf 
^Sx^CfcS^-a^ (If-a) 3r®J5£1-5#«fcTifc5„ 
(Af-lX@) 

Af- 1 X@tt\ ^TfcS^^fctt^^P(D>fb^^^W^ \ZMhf^\\&m ( If) 
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Af-1X@^*DV^, ^^^l(2f)(DRf^C -C T/V^^S, s^uffSC -C 

1 10 1 10 

1 10 

Mitt, J-Yy^Yn-yyls^lh^o 

[0165] (Af-2X@) 

Af- 2X@te\ Af- lX@-e#&>fl^^#J (3f) ^/Ni^V^J-e/Nti^V^LT 
, (4f) S:$iiti-SX@-efcSo 

w^K-efe^o Af-2Xii^, £^a£x-c, ryvy^^n^hy/^i^^^/v 
£0«Mt£3£(£?»m. TyVy7^n^hy/^fc{iig^k-<^yV/v) <z>^T 
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Eimum^ at, 207^200 o C-e&»9, &mia^ 507!^150 o C-??;fc5 o 

[0166] (Af-3X@) 

Af-3X@te, Af-2X@-C#fetL5^^(4f)Sr, ^S#feTi-T. ^%\X&% 

^tz.n^%}<Dik&mfrb^M ^nhti^t^-m (5f) ^hj^^^tt, qc&m (6f) 

[0167] (Af-4X@) 

Af-4X@te, Af-3X@-e#b^^#)(6f)^, /^7^^AiIfcJ;«© 

#^Ti-r, (7f) f df-a) &wm-rz>TMx$>z> 0 \Y&m ( 

J. Tsuji, Palladium Reagents and Catalysis: New Perspective 
s for the 21 st Centuty, 2004^, John Wiley & Sons, Inc ^{CtZ^frlfcs^i/VMk 

y)/^7^^A(o), t^[i,2-t^(^^^/V7^^^y)^^^]/^7^r>^(o), hy^Cv 5 
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Mil), VfvvlfXihV^^/lsft^^y^itVMll), 

y^^/Vifr^yj^W^yVtyJ*- V-tmn^^ttWfo, [1,2— \f ^(v^^^/Vtfv* 
y^/)^l/]^uvi/<y^Ml\\ [1,1* —Vrt*J7^^A^^74A7^tt/\ 9 J 

v^(II\ «(Tirh^MJ/V)v ? ^nny-?7v ? ^^(II), tf^C^^y^hy/l^v^tm^ 

^h7^(hy^^^/v^^^vN^r>A(o), b^-^^mix hy^c^^^y 

^VTirhX^^v^-MO). -gfcfe, [1,1' - W7x=/^7^y)7xaty] 
[0168] Af-4X@«oV^ i&^OSCTjgl:, .hfB^^^^^Att^^ie^b^y^ga 

f5A^-^fflbTt>J:V\ $.m&frlZ>D^Mi±L^-n, J. Tsuji, Palladium Reagents and C 
atalysis: New Perspectives for the 21 st Centuty, 2004^, John Wiley & Sons, Inc # 

y^-y, hy-o-hy/v^^^ r-y-m-r-y/w^^r>\ hv—p—hVA^^y^ 
, hy^(2,6->^h^:7j^/v)^:7-r>\ b])^l2-(i^y^^/v^y^y)^^-M 

7^:7^^ f^(2-^hdf-iy^ji— /V$C*>74>^ 2— (S?— t— ^^/VaJC^-f 

-2'-(N, N-^f-/VT5y)^7i^/V, r-y-t-^/V*^^^, t'7(^7i= 

/w^:^/)^^ 1,2— tr^(i^7a:ii/i^iv^7>f y)^^ 1,2-^(^^/1^;* 
jy)y?>, l.G—ttis&x—At^zrj/yzi/fis^ i,6-\f^(^y^^/v^y^ 

dr^/V/K^^/-2',6' -^h^-1,1' -tf^^/V(S-PHOS), 2-(^>7n 
^df^/V^^y-2',4',6' -hy-iso-7°nt°/V-l,l' -If^ai— /V(X-PHOS), 

Tfcfcfi, »(2-> ? 7^/v^^^y^ ; n^/v)3z— 7 1 /v(DPEphos)-efc»)# % 0ifii- 
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Rmn&n, mig, 2o^2oo°c-e&(9, &ma^ 5075^i5o 0 c-efe§ 0 

•So 

[0169] (Bf?£:) 

Bf?£te, 5£(lf) f^V^C, Rf^-CORf^fc^ R^il^f 7 ^^^^ Xf 
l ^X?XlhZ>ik&m (If-a) Sr$Si5g-rs^«fe-efc5 0 
(Bf-lX@) 

Bf- llgii, Af- ttUxnhfh&ik&m (6f) /N^^^K^^J;^^^ 

mmx&z> 0 -Ufa, Af-4Tmtmm^ ^m^^xm-siv^nm^-^mi-^ 
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m&Umt. 20Jb^200°CX&><9, M^te, 507!;Ml50 o C-efe?. o 

<5 0 

(Bf-2X@) 

Bf-2Ig}i, Bf-lX@-C#e>4xS>fb^(9f)Sr, /^^^^il^i^tSO 
^^(If-a)SrjK5ti-5X@-efe5 0 

[0170] (Cfgc) 

emit, ^:(if) icjswr, Rf 6 ^ ^i/R/^^K^MX-efc^ , x/^xt^h^it^-mdf 

-b) SrSi5gi-5^«fe-efc5„ 
(Cf-lX@) 

(Cf-2X@) 

Cf-2X@«, Cf-lX@-e#^^b^(12f)^, i^S#^Tt-T^^(13f 
) ££CJ££^T, >fb^ (If-b) Sr$g3£f 5X@T?fc5„ (13f) fit, 43t*n-Cifc3j&> 

Cf-2X@f£, Af-3X@i^Iil©^^^V\ fT5^^^-C^o 

cf-2X@-e#^§^b^ (if-b) ^^xx^^-s-^x^S^Mbi^ 
^(if-b-l)£, ^(05S^«, mw-wm I*fctt2*e/v©j***ni3jfl£ 
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5% - so - itftt* - so - zmirzm-v&zik&vo df-b-2) %mtt § #-c#3„ 

2 

[0171] (Dfife) 

'tfsx^CfcSte^ (if-a) Sr5Ktt-5^«fe-e*)«o 

(Df-lX@) 

&m ( 1 5f) X@-efe§ 0 

h<Dx&timmcmfetete<. arnica hv^/^vffim&tcfem.mxhv, xmi 

[0172] (Df-2X@) 

Df- 2X@«, Df- ix@-e#^ns^#j (i5f) Sr, at ^#j<D#&TfcT<&*q-c 

feSd^fett^^^-a^d^Sl^bttS^-a^ (2f) ££0&£i2r~C (if- 

3— /V©lif^SJiS^ftffl$^t©^fc*bri#l21ISSW3&<, R. C. Larock, Compr 
ehensive Organic Transformations. Second Edition, 1999^-, John Wiley & Sons, Inc. 

(ii)l,3-^v-^n^dri//V^7/V^^H\ 1,3- *MV?u\i°;Vjj;V^M%}i\ 1- 
ai^vV- 3 - (3 - v^^/VT^/^ ntV^/V^V-f $K (WSC) <DZSt&3/Vi$*M* 
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y - 2, 3 - ^/V^ W^KO i5^N - tKndr^^^^oMa-a-^^r ; 

(iii) 2,2'-v ? t°yv?/V ^/k^^K, 2,2'-v ? -<^y^Ty ? y/V -y-^;V~74Y(D£o 

(iv) 2-ynn-l-y^-/Vt°yv ? ^^ 3— 2-^ ? n^e-l-^^/kt°IJv ? ^ 
A ynyK©J:5^2-^Nn^V-l-'(a^T/v^r/vt 0 y> ? ^«>A ^yyKiS£T?E*i: 

(v) i, i' — ^f-ify/w^>r^i/-/K n,n' -^/v^/vv ? ^r^y*-/KDj;5^5: 

(vi) p-h/vrc^/v*^/vynyH\ 2,4,6- hyy^vvy/v^/vynyK\ 2,4,6-hy 

^y^°ntV^/v*^/vynyK(DJ:5^/^-/vynyKS^TfS^S«^t?^T? 

jfrB^ity *fcf3\ 2,4,6 -hy^y^ntw^/^^/vynyK^^^om-^^-^r-efe 

-So 

-e$>*9. jtfcfS. hy^^/VT^y. i^fyy'afcVya^/yT^y, fcfy^V. 4-(N 

/vr^y, 4-(N,N-v ? y^-/vT^y)t°y> ? y, -^tcn. zjnb<Dm&m-?-foZ> 0 Df-2 
xmi^v ^xik&m ( i 2f) ^r^y-efc^^^^ , «J*tfMfra-^ ( 1 2f) ^tfe^ 
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£fcDf-2x©te, tt&m(i5f)&m&(mm\z:tt:* mt^^m) yx\ 

^-/VT*>m) <Dftl£T\Z.Xik&m (2f) hV<fe±M(Dik&m (2fa) tRlt^^t 
K£oXft?Z.khX%% 0 
[0173] (EfSO 

Ef&te, 5£(lf) ^4ol^T, Rf'^-COOa-Bu)^^, Rf^tKn^vyl^T?^, Rf 

6 *D^OTf 7 ^ 7 K^ig^--efet9, x^^-o-^-r^mxh'o, Rf^-xfcooH 
xh&it&m df-c) ^umrr^mx-h^ 

(Ef-lXf£) 

Ef- ligtt, (i6f) 
-8^ ( 1 7f) Sr543t*r § rMX&Z> 0 

mint, i?^;v=c—*r;vx%hZ> 0 

sjsu#r^«, mm, ioftmjb^6mmxfo<9, »m\at, 3oftmjb^3mmx& 

Ef-lX@^:£>l^ Ik&milGWmMKfo^X, {b^(17f)^*DV>-CtKndr 

m&mmmin*, mmm, mm)xmm^x^f(Dm^m.^m^t 

[0174] (Ef-2X@) 

Ef-2X@«, 
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(Ef- 2aX@) : Ef- 1 Igt#fcit5jM ( 1 7f) gg#^T ^T^/Vh^rW^ 

(Ef-2bX@) :Ef-2aX@-e#fetLS^^^r, ^S#^Ti-T^nn^/M^- 
/i^-7VV£KJ&£itrT, (18f) ^lt5I©^*5o 

(Ef-2aXS) 

mat, ^j^r—^/^^mxh^o 

mmztizMMte, ±tmmmxrm^ti, &m\az, r^—;vmxm, 

m.fonmz. mn, ojb^i^o°cxm, m-n\az, 207b^ioo°cx^ 0 
m.mmmn, mm, mmn^mmx&v, mmiat, 2mmjb^i2mmx& 

(Ef-2bX@) 

Kfonmn, mm, -207d^ioo°c-efc«9, 07^50°c-e;fc3 o 

HJ^B#r^fi, mm, immjbm48mmxh<o, firman 3mmjb^2mmx& 

<5 0 

[0175] (Ef-3X®) 

Ef-3X@te, 

(Ef-3aX@) :Ef-2X@-e#e>^5^^(18f)^, T^/UV^^XXl^m 
(Ef-3bXH) :Ef-3aimxnhfh^t^^m7vMKX'0m7V^X, ^^)(19f 
(Ef-3aX@) 
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iM-^/vy^AO^/^Oitte, 1:17^^1:3^*9, J^jfcte 

, 1:1.575^1: 2. 5-efe^ 0 

. Xb7^/K^W^T5^&£ 0 Ef-3aX@^*5V^, ^^(I8f)*3j;^ 
1:17*^1:2. 5X&% 0 

Rj&mMti, -807!;M60 o C-efc«9, ^jgldf*. -507!;M40 o C-efe§o 

(Ef-3bX@) 

KiiSiaStt, o75^ioo°c-e^(9, ^ifira, 2075M60°c-efc§ o 

BtJ&Rf B9f3\ ifi^ 10^K7ItM6NfK-C*)«9, 3O^^7d^30#^-efc 

•So 

[0176] (Ef-4X@) 

Ef-4X@«, Ef-3X@-e#fetb§<b^^(19f)^ Ty^/V^^rv-V— h^;^ 
*5J;-0?^^>-^(D#ftT^T^^ (20f) bEtJt^X, ikSm (2if) 
i-5x@-e*>s 0 fba^»(20f)tt, ^-e^^\ <k^<o\\^m^hm-^\c%hf^> 
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l>— k v^tert - ^'f-;V)7yV^/V#^^/lx- h<D£5tSS?7A><*A'Tyri?*A*$*Z/ 
Is— b ; t^(2,2,2-hIJ^t2Circ^/V)Ty ? v ? ^7/V^v'l/— brJ7^~/V7>?i?j}/V 
aj?3f$^— k 1,1' -(Ty^W-^t^y^jN.N.N' ,N' -(fh?^^ 

7;^T)/^5l?^- h^fctel, 1 ' -(Ty^7V#^/V)^t°^U^^-efe«9 
vo^/k jKU^l/y(AVVt^Att, Sp n p#t01 -64-0371) 

mfefete<, Mz-is, HJ7xc=;m-a7^ hyhy/v*^^^, H^o^s^a^ 
—(i?—t—'7?-jrvfrK74S)\f'7siZ=' ^7?&«9#, 0ifcte, hy^^^/v^^^ 

SjeSNPKtt^ io^r^7!;Mi2B#^-efc t 9, m^^, ^o^mibmmm^ 

[0177] (Ef-5X@) 

Ef-5X@tt, 
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(Ef-5aX@) :Ef-4X@-e#^5^^(21f) tC*5V^, SfcHq^Tl-T, i?*h 

^■-y^/vm^/v^vm^M^. ^h^v^/vS^I^XSX© ; 

(Ef-5bX@) :Ef-5aX@-e#^tL^^^<DtKn^r^/V«^, *&S#£T^T 
(Ef-5cXg) :Ef-5bX@-C#btb^b^Sr, y>mX^§|§^hy^;*oJXF2- 

2 

(Ef- 5dX|g) : Ef- 5cXjS-C#e>*L5^^»Sr, N,N - ^^/V^/VAT^K vte 
rt-^/V Tir^— /V[MeNC[0(t-Bu)] ] £KJ&$*"Offr64& (22f) £§^X£X 

2 2 

(Ef-5aX@) 

SJSfiSfX 07!^100 o CXfeX 0il^X 207^^60°CXfe5 o 

sjwraf^ m^, io^r H i7^s24B#r H ix^<9, m&itt. 3o^-mjb^i2mmx 

<fc<5o 

(Ef-5bX@) 

sj«Rmx a^r, io5rmjbm24mmx&<9. ttrma^ so^mn^^mmx 

cfo<5o 

(Ef-5cX@) 
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2-yf/V-2-^P/V-;^*©i^, SSfctt. 1, 4— 

<5 0 

(Ef-5dX@) 

■So 

(Ef-6X@) 
Ef-6X@f2, 

(Ef-6aX@) :Ef-5X@-e#^tv5^^(22f)(DT!J/V^-^S^*3V^-C. ^7 

^^Aftn^rm-r, ry/^s*s**r5x@;*3j;tj«, 

(Ef- 6bX@) : Ef- 6aX@-e#^^^^0^#^Tt-*5tt§*P7K^SJS 

^<£*Mbi^) (if-c) ^JBttsiSA^So 

Ef-6Xm^*5V^T, ^^(22f)<^Rf d ^ry/^-efc§^^^, Ef-6aX@ 
(Ef-6aX@) 

t°ny^^, t°^y^, ^/v^y^ v^^vvt^ ^gfc, @£ 
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HJWfm, mn, ioftrm^i2mmx&<9, 3o^-mjb^6mmxh 

(Ef-6bX@) 

mmtstLzmmn, ±tmmm£<om$i£tL, &mia-±, =r.-^/vm, t/v=*-/v 

■So 

[0178] (Fffcfe) 

Fm&, 5£(lf) ^feV^T, Rf'^-cooa-Bu)^^, Rf 2 ^t:Kndri//k^-efe«9 N Rf 6 
^IJ^/^lStM^fc^ Xf'^^-o-^i-SS'CfcO, Rf'^-x^COR/'C 

S>^b^ (if-d) %m&irz>jTmx»hz> 0 

(Ff-lX@) 

Ff-lX@te, Ef-5X@-e#^^k^(23f) ^*5V>T, Rf(D^SJ^^f 5 
^££•9, ^^(24f)Sr$a5ti-5X@^fc5„ 

Ff-ixe^, Ef-6bi:nbmM<Dj?mK%£\<\ n^t^x^^> 0 

(Ff-2X@) 

Ff-2X@», Ff-lX@-t?#^§{b^(24f)^ m^-M^tET^X^X 
&Zfrttte^<D4k&m>b&£fcmbtiZ4k&® (25f) &RjS$i§rT\ ffrS^ ( 
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26f) &wmirz>j:mx«&z> 0 

Ff-2X@te\ Df^X^^CD^fe^t^ ft?Z.ttfX%% 0 
(Ff-3Xa) 

Ff-3X@te, Ff-2X@-e#^ti§^^(26f)(DTy/V^^^*DV>-C, 

^M>nm^r^xTV/^m^m^ir^tKx^, K&m (if-d) ^m^r^nn 

Ff-3X@», Ef-6aX@i!|WI#<Z)^^^VN, n?~b&X%Z> 0 
[0179] (GfSs) 

Gf^f*. ^:(if)^*DV>-c, Rf^-coRf-efc^ R/^iStj^-e;k<9, x^^^-o 

-^Wi-^S-efe«9, R^^-Xf'COOH^c^-X^CORf'-efe^^^ (If-e) £fc 

i*ffrg^ (if-f) £§sB£1-£;^2fe-efc5 0 

(Gf-lX@) 

Gf-lX@», ^^§^^-«^(D^^^^^{-#b^^^(27f) 

(28f) «:Si5ti-5X5S-efc5 0 
Gf-lX©«, Rf-3aTMt\nim<DjTmz.m\ ft?~t&X%Z> 0 
(Gf-2X@) 

Gf- 2X@«, Gf- lTMXmbtl&fc&m (28f) (29f) ^SJ££-frT 

te^Jfe (30f) Sr3gi5ti-SX@-e*)S 0 

Rfcumn, mm, o7^^ioo°c-efe(9, 207^6o 0 c-e&3 0 

Gf- 2X@(C*3V vtfi, (29f) £>ftb?) t-^^Rf 6 MgCl^fflX5i^'e 

(Gf-3X@) 

Gf-3X@fct, Gf-2X@-e#fe^^^(30f)^, Ty^MW-hWIII 
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*s £Tf^z?>(:^^<Di?fcTtex4i&m (310 tEifc^x, K&m (32f) ?twm 

t^iSt'feSo It&mOif)^ ^-e^^\ <k^(D\\&mfrh^\zMhfh%> 

Gf-3X@te, Ef-4Xfiip]i£<^fe«V\ ff5^^^-C^^o 
(Gf-4X@) 
Gf-4X@«, 

(Gf-4aX@) :Gf-3X@-e#^^{b^(32f)^3oV>T, MqiT^T, >^h 

v^^vV^tfvl^/V^— X@ ; 
(Gf-4bX@) :Gf-4aX@-e#^§^^^ y^X*^hy^A:2oJ;tJ?2- 

2 

(Gf-4cX@) :Gf-4bX@-e#e>tL§^^?r, «^J(D#^T(-T^-e^ 

^tci^^(D^m^bmM,^nhti^±mcoit^m (20 ^je^sx©;** 

(Gf-4dX@) :Gf-4cX@-e#^>tvS^^(D-COORfS^*3V^-C. ^7v^ 

^#*Ti-TRf S^^br, (if-e) *wm.irZ>rMfrhteZ> 0 

Gf-4aX@, Gf-4bX@, Gf-4cX@ N $o£U s Gf-4dX@te, ^fh^flRf- 
5aX@, Ef-5cX@, Df-2X@, 33<£TX Ef-6aX@£|H$l<D^}fe^V\ ff5 

(Gf-5Xg) 

Gf-5X@«, Gf-4X®-e#^^b^(If-e)^, |f^JO#^T^T^-C 

&%frttfe^cDit&mfrh&mznhn^t&m (250 ^j^$*t, ^1^5 (1 
f-f) S:$si5t-t-sxm-efc5 0 

Gf-5x@«:, r>f-2JMtmmcojjmz.m\ n?z.t&x%z> 0 

[0180] (Hf&c) 

^xxfRf&Tkmmi^x&v), x^^-o-^m-r^mxh^, Rf^-xfcooH 
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2 

ziffcnm-i, mm, -807^M5o o c^$><9, mm\z.t3;, -5o^^2o < c-e*>s„ 
strata, mm, lo^mibmemmx^, %-ma-&, 3ofrm7bm3mmx*& 

(Hf-2X@) 

Hf- 2X@te. Hf- 1 X&xmbtlZfc&b (34f) fc*5l ^T, S^/Hi (Ri* 1 ) 
aSSrfT?^-^ tel^J (35f) ZWmirZTMXfoZo 

j&mu&te, mm, ojb^i5o°cx&<9, &mm-z. 207^ioo o c-c&3 0 
kj^b#^«, mm, 3o^ra^Mi2^ra-efc«9, 0jg^», ii#ra;tt^6i#ra-efc 

-So 
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(Hf-3X@) 

&£Xfi*X7jlsnm<Dft&TKXfc&W (20f) bRfo^X^ ik&m (36f) 

-rsxm-efcSo it^m(20f)\^ te$nx*h%i)\ teto<Dfc&®frbmg,iz.ntbtiz> 

(Hf-4X@) 

Hf-4X@fciU Hf-3X@-e#^>tb^^^(36f) IC^T, ^h^r^HO^ 
(Hf-5X@) 

fr^fcJ:^ (if-c) £MitT3X@-e&>3 0 

[0181] (Iff*) 
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if- ix@tt. ^x^^^fc^^(D^^hmM^nhn^t^ dof) 

imbtizik&m (8f) <k£0££iirc fb-a* (7f) £§^1-3X@-efc3 0 

[0182] Cjf?£) 

Jf&xte, Ef-4X@£fc«Hf- 3X@T^ffl$tV§^^ (20f) ^ati-^^&T* 

af-ixm) 

xzMhfrut^m (8f) ^atj&^-c , (390 sr^i-5xm-e*>5o 

(Jf-2X@) 

jf-2X@{i. jf- imx»nbti%4k&M (39f) ^s?*^gfci8j;tKi£g<D 

^^(41f)^5ti~6X@T*fe6o 
Jf-2X@«, Af-4X@^|H#(D^fe^^V\ O^t&X-ZZo 
Qf-3X@) 

Jf-3X@{*. Jf-2X@-e#^tL§^^(41f) ^*5V>T, RfS^^^TVX it 
&m (20f) SrjK5ti-SX@"CfcS„ 

Jf-3X@«, R?&<DmWZf&^Xl%m(MX-l^ T. H. Greene, P. G. Wuts, Prote 
ctive Groups in Organic Synthesis. Third Edition, 1999^, John Wiley & Sons, Inc. 

[0183] (Kffe) 

KfEfefct, Jf- 3Xm-?&m£tlZ4k&fo (41f) Sr®l5t*rS^^fcSo 
(Kf-lX®) 

Kf- lX@tt, ^-e$)S^^7t«^(D^^^^^a \ZMhf^\\&m (40f) 
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b&M,\zMbfoZ>ik-&® (8f) bKfoiS^X^ \Y&m (42f) ^Mtt§Xgirfc5 0 

Kf-ix@«, Bf-irMtmm<vjjmiz.m\ ft^t^x^?> 0 

(Kf-2X@) 

Kf-2X@te, Kf-lX@-e#fetL5^^(42f)Sr, ^^A^^XKi&S 
(Dft&TKX^ ^Xh^^f^^(D^m^mU^nhth^t^-m (38f) 

^^(4if)^5ti-ax@T*fe5 0 

Kf-2X@te, Af-4X@^#<D^)fe«V\ 5^^^-e^§ o 
[0184] (Lffi) 

Lfifete, Ef-4X@^c{iHf-3X©-C^ffl$tV?)^^(20f) ^V^TXf^V^ 

u>m-?bz>fc&® (47f) £§^i-5^2fe-efc5 0 

(Lf-lX@) 

Lf- lXg«, ^^fc^^^fcfi^^n^k^^^^^^^tbtt^^^ (43f) 

&^TMmmt£a&£^ it&m (44f) ^t^rsxm-e&So 

fcffcn&n, M^t, 07^^150°C-efe»9, 051^3:, 207^100 o C^fc5 o 
(Lf-2X@) 

Lf-2X@te, U-mnxmhth^^m (44f)£. s<9i?t7J*ffim3$£Xfii&m<D 
#^T(-T, ^Xh^^fcU^fD^m^^U^nhn^t^ (45f) £ 

MJS$^r, tt&m (46f) ^liitsxg-efcSo 

Lf-2Xg«, Af-4X@^«(D^ic^t£l\ ft 5Z.t&XZZ>o 
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(Lf-3X@) 
Lf-3X@^, 

(Lf-3aI5g) :Lf-2X@-C#e>ttS^^(46f)Sr, Sg#^T^T^P7k^§?i-3 
X@;*3,fct^ 

(Lf-3bXm) Xf-3aX@T*#ib*L5tel^£\ ift^T^T^^RfOH^S 

J&£i3r, ^^(47f)^5ti-^X©^^^ 0 

(Lf-3aXg) 

m&vo-vfoVs xwmat, *~e&5 0 Lf-3ax@^v>T?ktei&T^ffl£tu 

fcmumt, mm, 207*rMl80 < C-Cfc»9, 0iit-f*. 507*rMl50 < C-Cfc5 o 

•So 

Lf-3aX@tt, Mf- laX@^|^#(D^^^oTttT ?Z.k&X*%% 0 
(Lf-3bX@) 

mm, 207^^1 80°C-efe(9, 507^^1 50°C-e$?S o 

mm, immjb^36mm^h<o, 2mm7b^24mmx&> 
Lf-3bx@«, Mf- ibJMkm&<Dj?mz.$t<>xh??5zk&-e%z>o 

[0185] (MfSc) 

Mfifett. Ef-4Xa^fc«Hf-3X@^ffl$tL§^^#)(20f) ^^TXf^M 
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^uism-efcbik&m (470 &w$£rz>jf&:-T*jbZo 

(Mf-lX©) 
Mf-lX5Stt, 

(Mf-laXm) :Lf-lXm?#k^fc^(44f)^ *£^#^T^T*P^K^?i- 
(Mf-lbXig) :Mf-laXm?#W5te^^ ^S^T^T^^Rf'Xf^ 

fb-a^»(48f)Sr5Birrsxjej5^5o 

(Mf-laX©) 

■So 

Mf- laX@fi. Lf-3aX@^^#(D^^^^oTt)^f 5^^^-e^§ o 
(Mf-lbX@) 

sjsb#^«, mm, lmmjb^mmx&v, mmKt*. 2mmjb^i2mmxh 

•So 
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(Mf-2X@) 

o#^Ti-T. ^^fc5d^^tt^(^b^d^*Sl3:#fen^fb^ (45f) 
£KJ&£ii\ fb-a^l (47f) &m&:~rzjM~efoz>o 

Mf-2X@KJ\ Af-4X©i:|Rl#0^t^V\ ff5-i!^-e#^ 0 
[0186] (Nm) 

Nmn, Ef-4X@^c«Hf-3X@-e^$tb6^'^^(20f) t-doV^T, Xf^R 

teiOT^-emm^ttf^^w^-efe^^^ (53f) Srsam-s^ife-cabSo 

(Nf-lX@) 

m&ff&.TteX4k&m (50f) ^i^^i (5lf) bfflfcRJ&£^ tt&m (52f) 

sr»i5ti-5xm-efc5o Nf-ixmra, ^^(50f)*Dj;mb^(5if)(Dftt?<9^ 

(Nf-2X@) 

Nf-2x@«:, Nf-ix@-e#btb^^^(52f)^, s<9i?vj*mm*5£xfim.m 
(D&temcx, te&xh%frwtnte&<D4k&mfrb&M icnhti&it&m (45f) 

bEJ&£-&. \\&m (53f) Sr®i5ti-SX@-e*>5 0 

Nf-2x@«, Af-4jmkm%k<DjjmKm\ n^t^x^ 0 

[0187] (Ofgs) 

OfSfett, Af-4X@^c«Bf-lX@-e^ffl$tL^{b^(6f) {C*3V>T, Rf^t- 
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m (57f) ^mt-r^mx^ 0 

(Of- IIS) 

Of-lI@f*, Ef-3X@-C#e>tlS^^(19f)Sr, ryv^/i^^w— bftm 
*5J;tJ«^^^^(D#^T(--C{b^ (54f) ££aS£-tfrC. ik&m (55f) 
•rsxe-efc^o fk-^»(54f)tt, 4a%nx»&%i)\ *rb«, 4t%a<D4b&%ofrbi&M,fc 

Of-lI©fct, Ef-4I@^^^ic«l\ ff5^tdS-d?5„ 
(Of- 21©) 
Of-2X@» % 

(Of-2aX@) :Of-lX@-e#^tb6^^(55f) fc*3VvT\ ^#^ET(-T, v^h 

(Of-2bX@) :Of-2aX@-e#b^^^Sr, y^I*3^HJ?A:i8j;TJ«2- 
^/V-2-^^(D#^T^T, ^cMife*^hy^(NaC10 ) ^j;«9^b«X 

2 

Of-2aI@fcJ\ Ef-5aX©^|^l#<D^(cl^V>, ft?Z.b&X%Z> 0 
Of-2bI@J*, Ef-5cJMtm&<Dj?mz.$&\ ft?Z.b&X%Z> 0 
(Of- 31©) 
Of-3I@«, 

(Of-3aX@) :Of-2X@-C#btLS^^(56f)^ i&S^T^T, X&gfe^ 
-tert-y^/KCtBuOCO) 0]^j^$^T§X©;*3j;T^, 

2 

(Of-3bX@) :Of-3aX@-e#fe^^^(DtKndf-^7VSX(DBocS^, MM 
(Of-3aX@) 

a»cr4, 4- (n,n— ^^/vT3:y)t o y^^-efe§ 0 

XSE^PJ;«93S4R$^ 03g^«, ^-:r/Hg, T;V^-;V 
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-So 

(Of-3bX@) 

ayvV-e&So 

■So 

[0188] (Pfjfe) 

Pfficte, 5£(lf) fc*3VvC, Rf 1 ^-COO(t-Bu)'T?fc«9, Rf^fcRo^/k^-efc^ Rf 6 

tbZAk&m df-c) £SB£i-5#src&5o 

(Pf-lX@) 

(Pf-2X@) 
Pf-2X©^, 

(Pf-2aX@) :Pf-lX@-e#fe^^^(58f) M*5l>T, ^fcfeTfcT, v^h 
(Pf-2bXfi) :Pf-2aXm?#<b*b5tel^j£r, y^X^^hl^^t^- 

2 

Pf-2aX@«, Ef-5aX@^|D#(D^fe^^V\ ft5ZLb&1*%Zo 
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(Pf-3X5g) 
Pf-3X@te, 

(Pf-3aXf£) :Pf-2X@-e#^5^^(59f)^r, f^^T^T, X^glv? 
-tert-7^/K(tBuOCO) 0]^JS^5X@;*Dj;t^\ 

2 

(Pf-3bX@) :Pf-3aX@-e#^^^^b^^^^^V^^J-ev^cl^V^bT, ^ 

^ (60f) SrjK5ti"5Xmd^*5o 
Pf-3aX@«, Of-3aX@^|H#(D^«VN, ff 5^/$ s -e#3o 
Pf-3bX@«, Af-2X@^lKl#(D^^^V\ ft5^^^-e^^o 

(Pf-4X@) 

Pf-4X@«, Pf-3X@Tl#^^{b^(60f)^, ^S#ftT(-T|b^(20f 
) ^StJfcSiirT, it&m (6 If) ^littSXglrfcSo >fk^ (20f) ^P-C*>5d* 

Pf-4X©tt, Af-3X@i:|^#(D^^V\ fr^^^^-C^So 
(Pf-5X@) 

Pf- 5X@(i, Pf-4X@-e#e>tt5^^^ (6 If) ©tKndrv'/VSJKDBocS^, 

:&s#£TC~t xm-efcSo 

Pf-5X@^, Of-3bX@<k|^l#(D^-&MV\ fT5-£as-c#5o 
(Pf-6X@) 

Pf-6X@», Pf-5X©-e#fetb^^^(62f)<Di^^?£T^*3ft^P^K^ 

#SJSfc«fc«J, >fk-a^(lf-c)SrjK3t^-5Xm-T**>5o 

pf-sxstt, Ef-6bx@£ii3«©:#8sfc:fi£v\ fr^^-c^So 

[0189] j^H^jSC-Cjgl:, WT^S^^T^^mmX^AixJ^^^XfEAf^ 

(a)Wxyt2t<D^n ; eft:N-^nWVy^K (Jackson, P. M., J. 
Chem. Soc, Perkin Trans. 1, 1990^, p.2909-2918) ; 
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(c) ^^/^©tKn^^^SiD^A : /^/WAT/l^tK, ^^kt^MJ 

[0190] «Bj<D-^(ia) cm xm£n%^wttn^<Dmm±t^£ft%^ 

— (la) 7?/^ (If) T^$^^^*/c^co^3g_hfF^$tt§^^/V^, m 

[0191] *mw<D— ^(ia)7bmwxm^n^^<Dmm^mtM^ri^m-i, m 
mitt. m*j£. mmm, ^t^mmm.. mtTkmrnmrn^u^^mmm.; 

1 6 

££^<£>C -CT/V^-/VXm^tlXhX\^C —C TV - /V^;V^>mb<Di&;mW. 

14 6 10 

^/^v^m^ T^?^i/WiW%(DT^;m^.x$>i9n. £x>mm\tt, ad 
[0192] «p^(o-^(ia) Tbmwxmznzik&w^m&mt&m&irizm^ &m 

Kt2^^/v)T5y^>-^, ^y^, h^^^>-^[2-T^y-2-(fcK^^^ 
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m., ys^Sfi, 7Vv*¥~>i£, ^r;v^>m.. tf;v?^i/m&. T^^3ci/m&M(D 

[oi93] *mw<D-®&(ia) 7bmw^m£n%4k&wtt\tt<Dmm±wrm£ft%m.h 
[oi94] ^mm<Dit&mnmu±<D^^^&iiir%igi&, %^m^w-^r^r^ 

[0195] ttx — (Ia) 75^ (If) -Cm£tlZ>4k&VtKDttT/l'&&&tZ>o ^tlh<D 

^•7VW3\ — (la) (If) T?*$^^^<DtKndr^/V^fc«^7V#^f 

$><5 (#!Ix.^ r Protective Groups in Organic Synthesis, Second EditioJ, Theodora W. 
Greene and Peter G.M. Wuts, 1991, John Wiley & Sons, Inc.) c 

ftffi) -CJKHtU — *5£ (la) 75^ (If) ^£ft5te^*fcri^<tt&££/&l^5t> 

a) (if) -em£ft%fc&m<D r^^K^^j t?*>s„ 

[0196] A95£ (la) 7531 (If) -C^^tbS^^O^^^HaJifF^^^t 

if) xm^ti^t^m^tM^(DmM±w^ti^m^mm^ti±m^. mmit^m 
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i&mv>—iB& t da) jbm. (if) x*mi5ftzfc&m-±^*rMzmmirz>^b&x^, 
[0197] ^w-\H<Dtmm& mx-u. m^m) t»#5^7/nii mvmm<D$L 

(i) l-[(C -C T/V3c/V)Jj/V^^;V$-3c^-(C -C TjV*A>)^ 1-[(C -C 9 S 

16 16 3 8 

^n7/^)^M-;^->]-(C -C T/V^-;vm, *fcte\ 1-[(C -C TV— 

16 6 12 

;V)Jj/V?$=-;V$-3ci/\-(!C -C T/^/V)^<Dj;5^1-(Tiy/V^V)-(C — C T 

16 16 

(ii) (C -C T/V^dr^^/V/^^/V^-dr^T/V^/VS^ g&£;JVOb <£V 

1 6 

y 9 Jttyu^;v^;vm(^WiWMM^ c -c Tsv^vm, 33<£U\ c -c T/v 

16 16 

(iii) C -C T/V^r/V^cttC -C T/V^v^g^£;frT&J;V^^y^/l^; 

16 16 

(v) \&vi^;vm<D—imits:%mmz.&\ ^mftjtiT^/Hi ; 

(vi) =t/N^^coyN— 7x^7/^S ; 

(vii) y y^^T;vaS ; 

(viii) ?>V9*— k T^Vl^— h^(DT$7^(D3i^/V^j^^^; 

(ix) l7^M2f@<DC -c T/v^/v-S'Cg#l$tt , rt>J;v^/w^" : e^S;*^:h3:, 

16 

(x) 1 - (T^/^^^)T/V3=3r^/V#^/« ( m RT^Wltt, _hfEflgJK« 
tKp^i//vS»fp$^fc-^ (la) 7!rM (If) "C^^ns^-a^Sr^WS^ie) 

1 25 
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[0198] _LfB<D— ^^(la)7bmWX*m£tlZ>4k&m<Dm\ B^HflWO02/06 
2302^§\ Bl^kH3WO03/039480^\ BHI<kll3WO03/090746^\ SI^^^WO02/4 
6141-^\ B^£!SWO03/103651-^\ B^£HSWO03/084544-^\ B^£HSWO02/0 
46181-^-, BH^!SWO02/046172-*§\ S^^^WO02/024632-^-, BIH<kl!WO200 
4/009091^\ BHI<klffiWO03/031408^\ BHI<klffiWO03/045382-S|\ S^^ISWO 
03/053352^% BI^<klWWO2004/011448^\ Bl^k|!{§WO03/099769^\ BH^m 
WO03/099775^\ BI^£lfSWO03/059874^\ BI^£lfSWO03/082192^ Bl^k 
HSWO03/082802-*§\ BH^HSWO03/082205-*§\ BH^HflWO01/60818-^\ B^£ 
HfiWO00/54759-^\ BI^£l!SWO03/063796-S§\ Sl^k!SWO03/063576-i\ Bl^k 
HfiWO03/059884^% S^HfiWO01/41704^\ B^<£!SWO03/090869^\ 
HfiWO2004/024161^\ Bi^|flWO2004/024162^\ B^<kHfiWO2004/026816^- 
, B^kHIWO03/090732J§\ B^k!IWO2004/043939^% B^<&H3WO2004/072 
041-^\ B^^HWO2004/072042-^, BH^H3WO2004/072046-*§\ B^^HW02 
004/076418-^-. BI^^^WO2004/103376-^, Sl^kH WO2005/005416-£§\ SHI 
<£!flWO2005/005417^\ SIH^IffiWO2005/016277^§\ B^<^^fiWO2005/023188 
BH^HfiWO2005/023196^\ Bl^kklfflWO2005/023247^\ &U^B^!fiUS2 

004/0152681 m^mm^titi— ^K&^fri%ik&mRxfz.tih<Df m 

<k!flWC>03/106435^\ BI^<k!i!WO2005/023782^\ PCT/JP2005/009142BJBHI? 
, #JS2005-146390^-^|ffl#, PCT/JP2005/011928^|ffl#, #112005-189264^-^! 
#J§S2005-110908^-M*s #H2OO4-311821^-0j!^#&m#JIS2OO5-1876 

86^mmn<7)m^<D^x&mm\c£^mmn(vmm^ib% 0 
[oi99] ^mm^mm^^M^t^x^ mmmx^m.mmm^(Dm.(Dnm(DL 
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1 6 

1 4 

6 10 

sfyz/>m.. y TA^e^m. ^r/v^>m.. ^/^v^mm, r^<^>m 
^jjy±m&m^;T/v*=.?7j*^ mm, m.§&m, mm, =-^vm, m\^<\±^ 

isi?/VT^m, ^/v^)>m, tf/v^y-^ym, ~7^=-/VSfy^>T/V3r/V^^/ViM. 

N ^w^r^>-^, N-^/vjf/pjj^m, ^r^j>m, -j^/vrv^m, 

^SVT^Z/m, ^^^D^arW^t, N,N' -V^OV/V^Vl/VTKl/M., 

— /vmmcommr^mxu, ^j^>m, v^m, r;v^^>m, ^nv^>m 
[0200] «0^»ism»^^^^bT{*, mmMMxtei&mm(DLXRyjfi/\?(Dm\ 
xRy^vK^iini^±(D^^^^^i-^a^. B^y^vK^f^^mttfrC^r^ 

[0201] ^0^(DE^(Z)^^i!LT0*LVMb^^Ti-^i-^, ^O^^IS^ 
N-(2, 2, 2-hy^/^ti^/V) -N-{4-[2, 2, ^-Y^^n-l-MV^ 
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3- ^nn-4- (3- (2-:7°ntyv-3-hyy/l^ny^Vv-6--<^X- [4, 5] — 

2-(3-{3-[[2-ynn-3-( hyy /V^n^/k) ^^/V] (2,2- v^7i^x 
f^)7V]^V) -y^/k)@^ 

2-^^/1^-6, 7-v^h^>-3-[4-[2, 2, 2-hyy/l^)-n-l-tKP d r->' 
-1- (MJ^/v^-n^/v)^/v]73i— /v] -4(3H) -df^-yyy^, 
2-^^/1^-6- (2-fcKndriy^hdriy) -3- [4- [2,2,2-hIJy/V^-n-l-t 
Kodf-iy-l- (Mj^/k^-ci^/k) -4(3H) -dr^-yyy^, 
2 - ^^/V - 6 - ( 2 - t°y v'/V) - 3 - [4 - [ 2, 2, 2 - hy y /V^-n - 1 - 1 Kndp - 

1- ^-7 ;V^rn^;V)^;V\y^;V\ -4(3H) -^y*yy^ N 

6 - ( i h - -r^^y— /v - 1 - -r/v) - 2 - (4 - y ^vw^yvv) - 3 - { 2 - y^/v - 

4- [2, 2, 2-hyy7k^-n-i-tK^ d r^-i-(hyy/v^-n^/^)^/v]y^— 
/v} -4 (3h) -^yyyy, 

2- ^^/^-6-^/^0-3- {3-^h^>-4- [2, 2, 2-hyy/V^-n-l-t: 
Kndfiy-l- (hy^/v^-n^/v) rc^/v]^^-/^} -7- (4-^/v^y^/v) — 4( 

3h) -^yyy^ 

3- {2-y^/v—4-[2, 2, 2-hyy/v^-a-i-tKn^-i-(hyy/k^-t2y^ 
/v)3i^/v]^ ; n^/k}-2-(3-t o y> ? /v^/k)-6-(iH-i, 2, 4-hyry— /v 
-1— i/v) -4(3h) -3^yy/y, 

6-^nn-7-/<^-3-{2-/(f;V-5-[2, 2, 2-hyy/^n-l-fcKn : ¥ 
(hyy/V^-n^/k)^^]^-/v}-2- (3-^-/vy^/k) -4(3H 

)-^-yyyy, 

2-(3-y/V^-n^^v ? /V)-6, 7-v^Hr>-3-{2-^/V-5-[2, 2, 2-h 
yy/V^-n-l-tKn^>-l- (hy^/V^-n^/V) ^^viyj^^/H -4(3H) - 

^yyy>\ 

tert-y^/v 2 - ({4- [Ti?^/Ky^/^)T^y]y^y^>-}y^/v) -6-y/i^j- 
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P - 1H — fyK-/V- 1 -#/V^3rv'V— k 

tert-^^-7V 2- ({4-[(^n:/ntVV#/l^V5^l7V) (^/V) T^y]^^y^r 
iX}^VV) -4, 6-^/^0 -1H — fVK— A'—l—jJ/V7$2f-i/\s— k 
tert-^^/V 6-([4-[(^n7°ntV^/V^/P') (^W) T^A^^/^A^ 
7V) -2-tKci^>-3 - (MJ^/v^-n^/v) ^^y^— K 

tevt-y^/V 2-tKn^>-6- ([4— D^/V (^/KW*^ ;V) T^A^^-S^ 

Wf-JV) -3 - (MJ^/^n^/^^Oo/ai— k 

tert-^/V 6- ({4-[Ti?^/V(^/V)T^y]^^ydf-^}^/V) 

- 2 - tKn^^^^y^— k 

tert-^^/V 6-([4-[(^n7°nt°/VT-fe^-/V) (p^vVO 7%J\7s./3?*AFf-As 
) -2-tKn d r->-3- (hy^/V^n^/V)-^^/^— k 

(4'-{[l- (tert-!7>^#/MK~/V) -6-7;Vto-lH-^yK^-2--f 

(4'-{[l- (tert-y>^r^/V^/V) — 6 — ^/l^P — lH-^K-/V-2 — i 
/A ^h^rv-} - -1,1'- If 7x-;l/-4-^) gjsgK 

[5- (4-{[l- (tert-^>^>7J/V^—/V) -6-7;Vtn-lH-^K^-2 

-^/A^h^y}?^/^) -2-^~/AWtm, 

(4'-{[l- (tert-^h^7J7^— 7V) -6-7^to-lH-^K-/V-2 — f 

/V]^h^>}-2— ^313-1,1'— t^7;n=Vl' — 4 f/V) g^ 

(4' - { [2- (tert-7>^r^77/V^/V) -3-fcKi3^-4- (MJ^/V^-n^/V) 
^^/V]^-dr->} -1,1' -\£-7^^V-A-^;V) 

(4'- { [2- (tert-^>^r^7J7V^/V) -3-fcKn^>--4- (hy^/l^-n^/V) 

^^/^^-dr^l-S-^nti-l, l'-lf7x^-4 — WSi, 

(4'- { [2- (tert-^h^rv-^/V^/V) -3-tKndf-->-4- (hU^/V^n^/V) 

^^i^/V] ^ } - 2 - rn^/V - 1 , 1 ' - tf^m^/V - 4 - -l7k) g^ 

(4'- { [2- (tert-^h^v-TJ/V^/V) -3-fcKtrff~>— 4- (hy^/V^n^/V) 

'O'vW] ^"dr v- } - 2 - - 1 , 1 ' - \f7^~;V - 3 — f /V) gjsgk 

1- (4'-{[2- (tert-^>=¥^/^^/V) -3-fcKt*¥V-4- (hV^^n^f- 
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;V) y<l/*J;V~\ tti/ } - 3 - 7Mxi - 1 , 1 ' - \£7^;V - 4 - i/^n^n^y 

(4'- { [2- (tert -:7>3r -S-tK^^^-^y^nfcVl^^vVk 
]2h3r^}-l, i'-tf^;n^/k-4 — l7k)g^ 

(4'- { [2- (tert-:/h^#/V^vV) -4-:7/W*n-3- tK^v^y-vVV];^ 
driX}-l, l'-\?7x.^;V—4 — f/V)g^^ 

(4'- { [2- (tert-^>^r^7V^/V) -4-^nn-3-tKn^-<^/V]^-dr 

[5- (4- {[2- (tert-:7>^iy#/k/twk) -3-tKndriy-4- (hy^/k^ny^ 

(4'- { [2- (tert-^>^>^7/V^/V) -3-tKndriX-4- (h!;^/V^-ny^-/V) 
^Oi^/U] ^ v- } - 2 - ~ hn - 1 , 1' - tf :7;n~/V - 4 — iVV) B^H, 
(4'- { [2- (tert-^h^rv^/MK— /V) -3-fcKndf->-4- (hy^/l^ny^/H 
^^i^/V] tf-df $✓} - 3 - - 1 , 1 ' - If ^ai^/k - 4 - 

(4'- { [2- (tert-^b^vOfr/MiwV) -3-tK^dE->-4- (hy^/l^ny^/V) 

vVv] tti/ } - 2 - y - 1 , l ' - tf^a^/v - 4 - -i7v) 
(4'- { [2- (tert-7>^r^7V^/V) -3-tKn^^-4- (hy^/V^-ny^-/V) 
-<^v ? /V]^-^}-2-yh^-l, l'-\?7^/V-4 — f/V)g1^ 
(4'- { [2- (tert-^h^rv^/MiwV) -3-tKn d rv^-4- (hy^/k^ny^/V) 
^yy>]t d ry}-2-^an-l, 1' ' - \?7^~/V—4—4;V)ffi&^ 
(4'- { [2- (tert-^h^v-^/V^/V) -3-tKndp->— 4- (h])y '/V^rn^/V) 
^•>V;V]^r^}-2—Y])y7V^rxi^;v—l, l'—\fy^^;v—4--{;v)^k, 
1- (4'-{[2- (tert-y>^-^/^— fV) -3-fcKt*^V-4- (hV^^n^ 
;v) s<> i//v~\ Jr^y) - 1 , 1 ' - tf^^/v - 4 — f/v) ^n^n/ -^#/V^V^ 
tert-^^/V 2-tKn :3 rv / -6-({[3'- (y^/V^/V^/V) -1, l'-tf^m^/V 
- 4 - ^/v] ^-dp } y^vv) - 3 - (h y^/V-frn^sV)^^/^— V „ 
(2-T$7-4'-{[2- (tert-^h^^/V^/V) -3-fcKndr^-4- (hV7^ 
^y-J;V\^-y} - 1, l'-tf 7^/V-4 — OV-) g^ 
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[4'- { [2- (tert-^>^>^7/V^/V) -3-fcKn3f">-4- (hy^/V^n^/V) 
^>'v ? /V]^-drv'}-2- {*?2*f~;VTKS) — 1, 1'— tf^rn^/W— 4— >f/l/|g|slk 
2- (4'- {[2- (tert-^hdf-^/V^— /k) -3-fcKn^>-4- (MJ:7/M-nj*^ 

l'-tf^^/v-4-^7V) -3— fcKn^X^n^^Bft, 
(4'- { [2- (tert-7>df^/V^/V) -3-fcKa^i/-4- (hy^/l^n^/V) 
^O-^/k] 2h^> } - 2 — f y 7"n - 1 , 1 ' - fV^^/V - 4 - -f/V) gfcgfc % 
4'- { [2- (tert-y>^^/V^/V) -3-fcKn^V-4- (WJ^/^n^/k)^ 
^ vVk] ^ } - 1 , 1 ' - }£7^/V -A- D;VT$lsm. 

(4'- { [2- (tert-^h^rv-^/V^/V) -3-tKndf->— 4- (hU^/l^n^/V) 
^<>- vVk] ^-driX } - 2 - — 1 , 1 ' - If 7i=/V - 4 - -l7V) gft^ 

(4'- { [2- (tert-y>^>^7/V^/V) -3-tKndp->— 4- (hy^/l^J-n^/V) 
^O-^/V]^-^} -2- (fcKn3rv^/V) -1, l'-tV^/V-4 — 17V) *3 

(4'- { [2- (tert-y>^r^/V^/k) -3-tKn d r^-4- (hy^/k^n^/V) 
^^/V] ^ v- } - 2 - / - 1 , 1 ' - If }V - 4 - >f /V) WWi 

[0202] ~£tc, *&m<Dmm<D&%}&ftbLx&T<D4t&®tim\z&&M\ 

2-^Xv7V-6, 7— i^Hf-V— 3— [4— [2, 2, 2— — 1— tKn^V 
— 1-{Y])Z7/V^rxi^;v) ^;v~\y^;v\ -4(3H) -^^7})/^, 

2 — <^v ? /V-6-(2-tKndrv/3ih^^)-3-[4-[2,2 ) 2-hy^/V^-n-l-t 
Kna^y-l- (y\)7;v0rxi^;V) ^-;V\7^—;V\ -4(3H) -=¥^^7^^ 

3- {2-^/V-4-[2, 2, 2-hyy/V^-n-l-tKn^v / -l-(hyy/V^-n^ 
/V)m^7V]^^/V}-2-(3-t°yv ? /V^/V)-6-(lH-l, 2, 4-^)7/-^ 

-l— T/v) -4(3H) -^yyy^, 

tert - y^/V 2 - ( {4 - [ (^d^ntVV^/V^V^^/V) C^/V) T^yl^y^ 

-4, - lH--fyK-;v- 1 -^V^i/l'-f, 

tert-y^/V 6-([4-[(^ny°nt 0 /V^/V^—/V) T^/l^/^v-]^ 
/v) -2— fch*trif~>-3- (hy^/v^-n^/v) K 

tert-^^/V 2-fcKndrV-6- ([4-[7^/V(^/V^/V*— /V) T^/l^/drv' 
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W/v) -3 - (hvy/^^^^)^y^—h, 

(4'-{[l- (tert-^h^^/V^^/V) — 6 — ~7/V$ru — 1H — il^V — /V- — 
/l^]^h^} - 1,1 ' - tf^ai^/V - 4 - -f/V) gjsfik 

(4' - { [2- (tert-:/h^vofr/M}wV) -3-fcKndfV-4- (hy^/l^J-n^/V) 
^^/V]^-^} -1,1' - \?~7^/V-4-^/V) gjsg^ 

(4'- { [2- (tert-^^v^/MJ^/V) -3-tKn^>-4- (hy^/V^n^^/V) 

-3-^nn-l, l' - tf — f/V) g^ 
(4'- { [2- (tert-^^rv^MK— /V) -3-tK^^^-4- (hy^/k^n^^) 
-^^ v?/k] ^ } - 2 - m^/V - 1 , 1 ' - If ~7^=-;V - 4 — f/V) gjsfik 
(4'- { [2- (tert-7>^>-^7/V^/V) 4- (bV^/>^ru^/>) 

^O-v^/V] ^ } - 2 - ^^/V - 1 , 1 ' - fc^a^/V' - 3 - -f/V) g^ 
(4'- { [2- (tert-^^v^/V^/V) -3-fcKn^->'-4- {Y^/V^rn^/V) 

^f--> } - 3 - ^/v^-n - 1 , i ' - tr - 4 — ivv) %m.. 

(4'- { [2- (tert-^h^^z/VziwV) -3-tKn d r^-4- (bV7 '/VUrn^ ;V) 

(4'- { [2- (tert-7>^>^7/V^/V) -3-tKndf->— 4- (hy^/V^n^/V) 

^^/V]^-^}-2-^nn-l, Y -\f7^~;V-4-«i>^)¥fcWi, 

tert-^^/V 2-fcKn^>-6-({[3'-(^/V^7V^/V)-l, l'-lf^^/V 

- 4 - -|7k] } ^/k) - 3 - (hU 7/^13^/^^/^— h , 

2- (4'- {[2- (tert-^h^^/MwV) -3-tKn= 3 fiX-4- (hV7/^v^ 

;V)^<^J;V]^r^} — l, V -)£-7^/v-4-^/v) — 3— fcKn^i^n^^ife, 

(4'- { [2- (tert-^^v^/VsJ^/V) — 3— fcKndp"^— 4— (hy^/l^-n^/V) 

■^^vvV] } - 2 - tfvl^/V - 1 , 1 ' - t^x-;v - 4 - >f /V) 

(4'- { [2- (tert-^h^rv-^/V^/V) -3-tKndf-->-4- (hU^/l^n^/V) 

^<^/V]^-driy}-2- (tKn^^/V) -1, l'-tf^^/V-4-^/V)g^^ 3o 

(4'- { [2- (tert v-#/V*J^/V) -3-tKn^->'-4- (hy^/V^n^/V) 
ttis } - 2 — *>7V - 1 , 1' - tf^oi^/V - 4 - ^7V) gj^ 
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[0203] mm la^ift^Eiii, %mm?<DM*k&mfflirz>{¥m&^xm, n 

[0204] LXRy^VK^a^^bT^t^is^^LT^, LXRy^/VK^tL g #-ciS!-£i- 

5ri^~e€\ &sv^ m^comm^m^^ti^mMmxit^mmtm^ 
, mm. *-7±/uMs mnm. wnm^-i^y^mm^m^xunm^ xm^. 

jajgau ^sr&u mmm, mm. mmmmi. 

[0205] mnmtvxn. m*.t£. mmmmMmxtemmmmMmt£b*&mfz>z-t&x% 

te.mm*/^>vj*<D£yfmmm£¥&mf%^b&x%z> 0 

t£7v9?m ; mm ■, rwi/m ; mmrhv^<Dx^mmm. yy^sv ; 

[0206] Ife&MbLXti^ Mx-&. tKndf-^ntWir/vn— ^ tKn^^/nfcVv/^/H? 
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[0207] ^mm^mmit. mfiaMVa (thsr^tr) ^i£^--r5^^-ei\ ^^mxktth 
<^ss, mm&mm. m^^mm^n^mm^^xm'Mm^iir^t^m^ 

LV\ LXRy^VKO^i^, iP^©i^tii, 1[U^<9TPK0. 01mg/kg(#f 
BSU*, 0. 05mg/kg), _hPS5OOmg/kg(0ig^f*. lOOmg/kg) M^tS^ 
#^£{3, l[U^«9TPfiO. OOlmg/kg(0ii^tt, 0. 005mg/kgh _hPfil00mg/kg( 

M^fi. 20mg/k g )^A^L-c, 1 0 miibmem, mm^xmcomm^ 
[0208] ^-r-^t, mm&m, it^m^n^m^M^M^w^pm^mt^^ 
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-To 

[0209] >ffr£H&A:N-(2, 2, -n- {4- [2, 2, 2-hy^/V^n- 

WO2000/054759<D Jg55H fclEi^tblfrf frS^ 1 2) 



[0210] ^b-^^B:3-^tin-4-(3-(2-^ 0 nt o /V-3-hy^/V^-n^/V-6-^^X- 
[4, 5] -^Var^^f— /V^¥V)^ , t2tr/l^^-)73i^/V'S^il(aBl4^IBWO1997/0 
28137(D^70M(^IIWJ20^|B^^fc>fb^;LXR(c:^i-5^^oV^fi. E 
ndocrinology, 143, pp.2548-2558, 2002^|B^$ttTV^) 
Mb26] 



[0211] ^'^^lC:2-(3-{3-[[2-^nti-3-(hy^7V^-ti^7V)^^> ? /V](2, 2— 5* 
^—/l^^vV) x^yj^n/Kdrv-l-^^/V) g^(H^£!SWO2002/24632<D|g 
46 K^HJfe^J 1 6 fcfB*fc&fafc>f frS^) 
Mb27] 



Mb25] 




F 



F 
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[0212] >ffc-^NfeD: 2 — 6, 7— S^Hf^— 3- [4- [2, 2, — 

^^WO2003/106435(D^298H^HW!j54^fEife$tLfc^^) ; 

it&%~E : 2 - ^^/V - 6 - (2 - fcKtidriyrcbdriy) - 3 - [4 - [2, 2,2 - hV7/^ 

ci-l-tKn^>-l-(MJ>'/V^-n^/V)^^/V]7ai^7k]-4(3H) -3r^y*y/ 

^ ( S^r?flWO2005/023782(D|lii^J 1 t-fE^^^bfc^^) ; 

\Y&%$F : 2 - ^< V v?7V - 6 - ( 2 - try vVV) - 3- [4 - [2,2, 2 - hV^^v - 1 - 1 

(hy^/V-^-n^/V) -4(3H) -^r-^yyy^OI^ 
<^|SWO2005/023782(D^»!|lO2^|B*$ix^b^) ; 

ik^^G : 6 - ( 1 H — f^V— /V - 1 — f/V) - 2 - (4 - p^/WO' ^/V) - 3 - { 2 
—yj-jV— 4— 12, 2, 2-hy^/V^-n-l-tKn^-l- (hy^/V^-n^/V)^ 
^/V]7^/V}-4(3H)-^y ? y/^(ia^<^^WO2OO5/O23782<D|lig0!|232^ 

^^^)H:2-^^v ; /V-6-7/V^-i3-3-{3-^h :3 rv / -4-[2, 2, 2-hy^/V 

^-n - 1 - tKn^^> - 1 - (hy y;v^m^;v) y^^/v) - 7 - (4 - ^e/i^y 

rvV) -4(3H) -^y ? yy^(HI^^ISWO2005/023782(D|lii^!|193^fBtt$^ 

ik&*fol:3-{2-^;V-4-[_2, 2, 2-hyy/^ci-l-tKi3 d riy-l- (hl)7 
/V^-riy^/V)rc^/k]^ ;n -/v}-2-(3-t°yv ; /vy^-/V)-6-(lH-l, 2, 4-h 
y7y^;V-l-^/V) -4(3H) -^y*Vy>(m^4;?MWO2005/02Z782(DmMF\ 
233^fB<c^^X^b^) ; 

fl^^J:N, N-v^VV-3 j3 -tK^dr^V^K (N,N-dimethyl-3 j3 -hydroxyc 
holenamide) (J. Med. Chem., 2001^, H44#, p.886-897^fB^$tL^k^^) 0 
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Mb28] 

NMe 2 



[0213] fc&fanTb^m&T&m&^^&tizfc&to-e&Zo -fb-a^Dtt, _lie— jrs: 
13*1] 




R B R b R C 







OMe 


OMe 


H 


phenyl 




TIE 


HO (CH 2 ) 2 0 


H 


H 


phenyl 




gF 


2-pyridyl 


H 


H 


phenyl 






lH-imidazole-l-yl 


H 


2~Me 


4-methyl phenyl 






F 


4-morphol inyl 


3-OMe 


phenyl 




b i 


1H-1, 2, 4-triazol-l-yl 


H 


2-Me 


3-pyridyl 



[0214] mnmi^xxf2K^T^mn^r<Dmm:^^ti^^m'^h^ 0 mmmi 

\M2\ 






R a 


R b 


Y a 




CI 


OMe 


3-thienyl 


##M 2 


OMe 


OMe 


3-F-phenyl 
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[0215] mnM37b^37ic^ir4k&m^T<vm^^&n%4k^x*h% 0 ^n\m 

cbx-cPr : 1 - #/Vtf^r^- i - ^^n^DtVV 

Et : :r.^yv 
iPr:2-7°ntW 

t-Bu : 2 - - 2 - yntVK 
[^3] 






Rc 2 


Rc 1 


Rc 6 


Rc 7 




F 


H 


COO(t-Bu) 


N(Me)C0CH 3 


#%M4 


F 


F 


COO(t-Bu) 


N(Me)CScPr 



[0216] m*] 






Rd 1 


Rd 3 


Rd 8 




COO(t-Bu) 


CF 3 


N(Me)C0cPr 


6 


COO(t-Bu) 


CF 3 


N(Me)S0 2 Me 




COO(t-Bu) 


Et 


N(Me) COMe 


8 


COO(t-Bu) 


CF 3 


N(Me)C0CH 2 cPr 
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[0217] [^5] 






Re 2 


Re 6 


Ye 2 


Re 7 


Re 13 




F 


COO (t-Bu) 


Ye 2 » 


CH 2 C00H 


H 


#%M i 0 


F 


COO (t-Bu) 


Ye 2a 


CH 2 COOH 


3-C1 


1 1 


F 


COO (t-Bu) 


y e 2b 


CH 2 COOH 




1 2 


F 


COO (t-Bu) 


Ye 2a 


CH 2 C00H 


2-C1 



[0218] [^6] 
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Rf 3 \ ^\ 



HO 








Rf 1 


Rf 3 


Yf 2 


Rf 8 


Rf 17 




3 


COO(t-Bu) 


CF 3 


y f 2a 


CH 2 C00H 


H 




4 


COO(t-Bu) 


CF 3 


y f 2a 


CH 2 C00H 


3-C1 


1 


5 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-Et 


##00 1 


6 


COO(t-Bu) 


CF 3 


Yf 2b 


CH 2 C00H 


2-Me 


##Ml 


7 


COO(t-Bu) 


CF 3 


Yf 2a 


cbx-cPr 


3-F 


##M l 


8 


COO(t-Bu) 


iPr 


y f 2a 


CH 2 C00H 


H 


##Mi 


9 


COO(t-Bu) 


CI 


Yf 2a 


CH 2 C00H 


H 




0 


COO(t-Bu) 


F 


yf 2a 


CH 2 C00H 


H 




1 


COO(t-Bu) 


CF 3 


Yf 2c 


CH 2 C00H 




2 


2 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-N0 2 


##M 2 


3 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


3-F 


##«2 


4 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-Me 


#%W2 


5 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-MeO 


##M2 


6 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-C1 


##M2 


7 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-CF 3 


##M 2 


8 


COO(t-Bu) 


CF 3 


Yf 2a 


cbx-cPr 


H 


2 


9 


COO (t-Bu) 


CF 3 


Yf 2b 


S0 2 Me 


H 


##09 3 


0 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-NH 2 


##0!I 3 


1 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-NMe 2 




2 


COO(t-Bu) 


CF 3 


Yf 2a 


CH (CH 2 OH) COOH 


H 




3 


COO(t-Bu) 


CF 3 


yf 2a 


CH 2 C00H 


2~iPr 


###•1 3 


4 


COO(t-Bu) 


CF 3 


Yf 2a 


COOH 


H 


##09 3 


5 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 COOH 


2-CHO 


##0(i3 


6 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 C00H 


2-CH 2 0H 


##0!l 3 


7 


COO(t-Bu) 


CF 3 


Yf 2a 


CH 2 COOH 


2-CN 



[0219] (M1MM1) ^VXMV&~*?V7T— ^MH^mRNAT5/-fe-f 

UttCSTBL/ej^^C^-Y— /V7.y/<—)\Z.^-Jrsfy =iU— h (Sigma chemical) 3 ml£r 
m^\H^U 4 0 #^5 U/ml(D|ft^(7)^^y^(#iiJ^)^tfPhosphate-Buffe 
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red Saline (J^T\ rpBSj W.S)10 ml£)gjgf*3&#U ^y^^fflV^0B£F*l^ 
n^r^^CUiRbfCo HHUlbfc^n^T— v^lOOO rpm, 4°C, 5ftmM>L^ti&, 
_hf#»il\ 10%<DmS»lE^^^J|^jfiL?f (i^T, rFBSj W^)£^tpRPMI 1640 
*&i&(Gibco Laboratories) ^a«L7Co ^n7r- ^4X 10*WmHDWk&lZ.W 
3SU 127C7V— htcll mH*o#£\ CO^lV^^— ^— ^V^-C37°C-e3H#^ 

2 

HUfco ^(D^k, PBS-ClSaj^^^^-L, i#fl&Sr5%<DaiS<^Lipoprotein-deficient seru 
m(^T^ rLPDSj^l^^)(Sigmachemical)^t?RPMI^Jfi^g^bfc 0 vW/kX/V 
afr^VKUUT, TDMSOJ ^P^tcSS^Uhl /z M©*£<D*^fra^»«rDMSO©ft 

*&*gtf s o.i%i£&5j;5fci^nu 3rc-ci8i^rafife?au^:ii, y^^y^^^KC^. 

T. TLPSji:^) (Sigma chemical) £100 ng/mia^lC&SJ^fc^nUt, 6R#Ra^ 
fcjNHHSSrHIiDlU RNeasy Mini Kit(QIAGEN)£JBV>TRNA£rttttiU First-Strand c 
DNA Synthesis Kit(Amersham Biosciences) MV^T3^^SJ££rfTofc#, £i 
I^RT-PCR (TaqMan, Applied Biosystems 7700 sequence detector) tZli ( 9^@.^|3^-m 
RNA^U^n^y ^mRNAtf^^iSrSO feUfco 
[0220] TF-l:5'-GGCCACCATCTTTATCATCC-3' 
TF-2:5'-TGTTCTTCCCTTTCTGTCCC-3' 

TF-P:5'-FAM-CCATATCTCTGTGCAAGCGCAGAAAGAACC-TAMRA-3' 
Cyl-l:5'-CGATGACGAGCCCTTGG-3' 
Cyl-2 : 5 '-TCTGCTGTCTTTGG AACTTTGTC-3 ' 
Cyl-P: 5 '-FAM-CGCGTCTCCTTTGAGCTGTTTGCA-TAMRA-3 ' 
[0221] jjfljf$H^<^*lH)RT-PCRi3\ _hfETF-mtJ?TF-2^ 0 7-r^— kLX* TF-PSr^ 
n-^Lt, *fc, S^n^y^SMfaPCRteu _h|BCyl-lS.I^Cyl-2^7 P ^^ 
— tLX. Cyl-PSr^n— ^iUT, •?r^tt50 o C^T2^, ^V^95°C^T10^-e{£ 
^V^95 0 C^-C15#\ 60°C^Tl^^^^ai^^/^40Hl3Mi-^^^J;«9 
PCR-Hrofc ia^H^mRNA(D^?iS{i % ^n^y^mRNAO^^S^aftg 
£UT^ffiUt Q l%(D|SS(Z)DMSO^ffl^bfc0#(Dm^H^-mRNA(D^Ji,ft^lOOi: 
L7c£#tf\ 1 ju MTfe/fcfifcDlO/z M*S©W*^^»Cj:5ia»H^mRNA©3I^JI 
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[0222] imn 
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m^f- mRNA <£>3§fl* 


ig(/iM) 


] i— * 1 — J t>^v -* 


2 


0 . 


0 


1 


1 ' — * l — i J-^v — * 


4 


7 . 


3 


1 


| | — 1 | — | 1 'J 


6 


8 . 


8 


1 


1 1—1 I — I 1 ^ 


3 


9 . 


0 


1 


1 1 — 1 P — 1 l-w -«— ' 


3 


7 . 


7 


1 


f t;^#} f 

1 1—1 1 — 1 l>v - 1 - 


7 


6 . 


9 


1 


1 I— i 1 — 1 \s~J 


4 


4 . 


7 


1 0 


1 1— i i — 1 IW A J- 


5 


6 . 


0 


1 0 


lb i 


4 


8 . 


6 


1 


1 i— i ( — | l-'V J 


3 


9 . 


3 


1 0 


1 

5*- ^/ 1/ -J J. 


4 


1 . 


1 


1 0 


2 


4 


5 . 


2 


1 0 


##$J 3 


6 


7 . 


9 


1 


#%M4 


5 


7 . 


6 


1 


5 


6 


4 . 


3 


1 


6 


6 


2 . 


8 


1 


7 


6 


8 . 


0 


1 


8 


5 


1 . 


8 


1 


##^!| 9 


6 


6 . 


0 


1 


1 o 


6 


8 . 


9 


1 


##^[| 1 1 


6 


1 . 


1 


1 


###[| 1 2 


5 


4 . 


3 


1 


1 3 


6 


5 . 


4 


1 


1 4 


6 


1 . 


2 


1 


1 5 


5 


5 . 


5 


1 


1 6 


6 


5 . 


4 


1 


1 7 


5 


7 . 


2 


1 


##^[| 1 8 


5 


6 . 


9 


1 


1 9 


5 


1 . 


6 


1 0 


2 0 


5 


8 . 


1 


1 0 


2 1 


6 


8 . 


9 


1 


#*#|J 2 2 


5 


4 . 


0 


1 


2 3 


5 


1 . 


6 


1 


2 4 


6 


1 . 


8 


1 


2 5 


6 


4 . 


0 


1 


^7 |/g ^ 


4 


2 . 


3 


1 


2 7 


6 


3 . 


5 


1 


##F(J 2 8 


4 


1 . 


7 


1 0 


2 9 


8 


8 . 


4 


1 0 


3 0 


6 


5 . 


6 


1 


#%f|3 1 


3 


3 . 


7 


1 0 


3 2 


4 


8 . 


5 


1 0 


##FlJ 3 3 


3 


7 . 


2 


1 0 


##M 3 4 


3 


9 . 


0 


1 0 
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[0223] ^(D^rnxv, Lxwtf>v(mzLXRT^xh)femntcmm^m^mm 
, m^sk^, mm, ^itrnM^m^ mnmmmm. xmm-mmm^ 

[0224] LPS^-^-e^^ll^H^-mRNAT^ir^ 

7°ntV^y=3— ;V m^MM) i:Tween80 tftt) t^4:KD§ ^Xm^fcmm ( 
A^T, rpG/Tweenj^^) izmMMk&VJ&f&ffi^. IH4C57BL/6J^^(^-Y— /V 
^y^-)^l 0 ldI^^-^10 mg/kg, 7 0 W^ftlS P J£^?T ofc 0 70 @ (Djg^S 

e^^fifgioo^LPs^ mg/kg, BtErtg^u -^6^^^— ^/^g^T-en 

Mb, WA»£M£iiUc 0 WfliJ:«9RNA^Trizol regent (Invitrogen) £ffiV^TttffiUh 0 
#£>tbfcRNAj;*9, First-Strand cDNA Synthesis Kit^fflV^^fe^M^TofcIS 

m&±mu.mmibmn^m\7£istio PG/Tweeno^^-^-bfci^^ia^H^-mRN 

A(D^^i^l00^Lfc^^(D10mg/kg(Dmig^^bfc|^(D^^^^i§M 
H^-mRNA(^B?i.*^8 \C7Fi~ 0 
[0225] [^8] 

^Sfe-fk-g-^ ffiilH-f- mRNA cDfiia* 

fc&m C 5 4.1 

-ffc-g-^D 6 3. 5 
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, m&fc&f¥. mm, ^tk&M<Dm&, mnmmmm, ±mm-mmm^4 

[0226] OTFlID^ b^^m^v-a^T^ir^ (Co-transfection assay) [LXRjKNH£t£<£>f$ 

^&^Y7^7^?^B^Ty^K£9mi£~e^Z>o LXRJ3, RXRt<D^"ru^4 
H\ *T LXRio^tKRXR^^Ji.^^^Ki:, LXR-RXR^tWV^— JS^DNAie^lJ 

[0227] [l]^ffl^/« 

(1) CV-lT7V2rKFyy s /^mR& (ATCC CCL-70) 

(2) ^h^^^^^^v-a^^^^^K^ pCDNA-hLXR a *fcJ£pCDNA-hLXR ]8 , 
1/^—^— (LXREx3-pTAL-Luc Vector) 

(3) Lipofect AMINE, Plus Reagent (INVITROGEN) <Db9l/X7^?^a^t&M 

(4) mM&MMWWlPaasive Lysis Buffer, 5X(PROMEGA CORPORATION)^). 

w.xm^i 

(5) Luciferase Assay Reagent (PROMEGA CORPORATION) 

(6) i$Jfi[Dulbecco's Modified Eagle Medium (GIBCO) 500ml, Gentamicin Reagent 
Solution(GIBCO) 2.5ml, 2mM L-Gluta Max I Suprement (GIBCO) 5.0ml, MEM Sodi 

urn Pyruvate Solution (GIBCO) 5.0ml, Penicillin-Streptomycin (GIBCO) 5.0ml, Char 
coal/Dextran Treated FBS (HyClone) 50ml] 
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(7)OPTI-MEM I Reduced-Serum Medium (GIBCO) 
[0228] [2]^^U— ~>^WISi©fHi 

_hfECV-l£fflJfe96 Well Assay Plate (Costar 3610) \Z.2 X 10 4 {@/100 u M/welHC 

TCD£.0\Z.frotl 0 2^.(Dmm\^ =l— ^13110 1CDOFTI-MEM I Reduced-Serum Medi 
um (GIBCO) *5j;tJ«0.5 li KDLipofect AMINE (INVITROGEN) ^JP;t, WU^^M 

(vmw&m v ^x mm?>m¥%:ft?z.b \c xvmmc&ntc ; 

(1) 10 ju 1C0OFTI-MEM I Reduced-Serum Medium, 1 jx KDPlus Reagent (INVITRO 
GEN) „ *3«tTJ«0.1 ix g(DDNA[PCMX-LXRa (33ng)*Dj;t) ? LXRE (66ng)] ; 

(2) 10 ix l(DOPTI-MEM I Reduced-Serum Medium, 1 /x lCDPlus Reagent (INVITRO 
GEN) , *5j;t^0.1 ix g(D DNA [PCMX-LXR /3 (33ng)*5itJ ? LXRE (66ng)] 0 

£«9, LXRa»#fc 0 *fc_hfB^C*5j;^«A^fflV>T|WlilO^^T5^^ 
tdj;^ LXRiS^^Co 

_hfE-eCV-l^JiS^^3.^<— hbfc96 Well Assay Plate^T^^— v^a^ 
j;«9J#±fe^^«9^7K^^i<l^^b^^, 50 /x l/well<DOPTI-MEM I Reduced-Seru 
m Medium^weM^n^fco ££>^. ^-welUc:20 ix l/wellCD_LfELXR a IR^c^LXR 
pm^MftX, 37°C-e3H#r^^^-<— hLfc 0 

3B#rBl^^, ; §-welK3170 /x l/well(D20% Charcoal FBS-DMEM^PX.fc Q 
FBS-DMEMJ3, Oil^Jrb^^Charcoal^oiOTextran Treated FBS^M^LTl^iEL 
fc 0 ^CV^\ ImM, 0.3mM, O.lmM, 30 ix M, 10 M, 3 fx M, 1 ^ M, ^fcteO/iMOlft 
S^^^^^DMSO-ClBML^a^^^l^^ 1/welli 2 0#welH^Px.fc 0 

b%mm<Dweii^<Dnmik&^<vmm^±m<Di/ioox&z> 0 &L±K^mM^ri± 

&well^<DCV-lM^&37°CX—m4l/3c^—hVtl 0 
[0229] [3]$iJ^JlR 
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#|RLf' Passive Lysys Buffer (5 X ) (PROMEGA CORPORATION) &20 n 1/wellTo 

^weiu^px., :7V— &m\^xi5ftmfrtfxcv-imm&mMvtco 100 

ju 1/well COLuciferase Assay Reagent (PROMEGA CORPORATION) ^S-weMwft];! 
„ Wallac ARVO HTS 1429 Multilabel Counter (3£©:f8j^ ; Perkin Elmer) ^fc^Analy 
st HT(M^S^|;Bio Systems) %)%\^X^y~7^7— if ^^M^tlo 

EC ft, *5iU?, l^a^^<^%?Sttftt^^i-^-Y^^— (Efficacy) ^r^TS 

50 

H\ LXRT=f^h^tt^b^V^^bn-/V(DMSO/^) fc*H-5*H*frttfc*£ 

£LT, N— (2,2,2— MJ^/V^-nai^/^—N— [4— [2,2,2— MJ^/V^-n — l—fcKn 
3^- 1 -(hy^/^n^/k)^/H^^/H-<^ifV^/k^^T5K (B^HW 
O2000/054759<Df|55K fcfB*fc£*b;/bf 1 2 ; _LfBffr64&A) V ^c„ 

aiS-^ftUtt, (1/2) LOG^, ff8^(D#^^IJ(Z)|iSWS'JS^^ 
ffrifcUfco #^ftS"e<^a!lS'fli^, —OO^iS ^0#96well^V— h<£>4well<D>fii<D^ 

50 

Y = Bottom + (Top — Bottom)/(l + 10 z ) 
Z = (logEC -X)*HillSlope 

50 

ec m-i, PMik^WMc^ifi;^ (Top) t<<— ;*5mV (Bottom) t(Dm<D *p miW. 

50 

; Sr-^-X.'5^iS^U"C^^$tt/ ; 5[rFitting to Sigmoidal dose-response (variable slope) J 
(Graph Pad PRISM version 3.02) #M] 0 =3^hn— Mt^^X^hXRT^^^U^ 

^T5/^-e^b/c^, 7^37(7)^1^^ LXR a *5 J;U?LXR jS 



WO 2006/004030 



PCT/JP2005/012185 



155 

[0230] (##^(Jl)6-^nn-7-^h^>-3-{2-^/V-5-[2, 2, 2—hV7/V^rn — 
1-tKndf-iy-i- (yy7;v^rxi^/v) ^/v~\-7^~;v}-2- 

-4 (3H) -^r^-yyy^ 

^(B^liW2003/106435(D^27lM^^ifef?!ll)^IB*$^c^^^l#^ 
Lt, ^C^(US428734KD##^(JI, ii) ^fB«$^c^-e^bfc5-^nn-4-^ 
h^>T^h7— /V^(201mg, 1. Ommol) ,^^^/Vg^^(142mg, 1. Ommol), h 
y^^7V/^^T'l'h(0. 29ml, 1. lmmol) , *5j:t^\ Jtife[HI^^ISW2005/0237 
82cD^260M»^»!ll47(l)]^fS«c^fc^-T?^Lf'2-(3-T$y-4- 

1, 1, 3, 3, 3-^t7;V^D-2-7 p n/V- /V(273mg, 

1. OmmoDd^, «ifell#:^fEg^^(344mg ) lR^61%)^#fc 0 
! H-NMR (500MHz, DMSO-d ): 6 8.89 (1H, br), 8.06 (1H, s), 7.78 (1H, s), 7.70 (1 

6 

H, d, J = 8.0 Hz), 7.42 (1H, d, J = 8.0 Hz), 7.34-7.41 (2H, m), 6.70 (1H, s), 6.59 (1 
H, d, J = 5.0 Hz), 4.05 (3H, s), 3.81 (1H, d, J = 15.0 Hz), 3.76 (1H, d, J = 15.0 Hz) 
, 1.63 (3H, s). 

ESI(ES+)(m/z): 563 ([M+H]*), ESI(ES-)(m/z): 561 ([M-H] + ). 
[0231] (#%F!J2)2- {Z-y/V^rn-O-J/V) -6, 7-v^h3r>-3-{2-^-/l— 5-[ 

2, 2, 2—YV7;V^xi — l-}iYxi^s—l-(y])7;V^xi^/V)^^/V']7^^;V}- 
4(3H)-3r^yy^ 

^(IS^^W2003/106435(D^27lM^^»!ll)^fE^tb^m^^l#^ 
LT, 4, /V^(208mg, 1. O5mmol) „ T7^/Vg^(165m 

g, 1. 07mmol), hy^^^/V^^r-f h (390mg, 1. 26mmolh *5j;t^\ 2— (3 — 
T^y-4-^/^m^/V) -1, 1, 1, 3, 3, 3-^t7;l/tn-2-yn/V-;V 
(290mg, 1. O6mmol)d^, &fe@#<D^fB B ft>ffc^(191mg, ^32%)^ 

! H-NMR (400MHz, DMSO-d ): 5 8.85 (1H, s), 7.68-7.66 (2H, m), 7.41 (1H, s), 7. 

6 

37 (1H, d, J = 8.6 Hz), 7.23-7.17 (2H, m), 7.02-6.97 (1H, m), 6.64 (1H, d, J = 7.8 
Hz), 6.46-6.42 (1H, m), 3.94 (3H, s), 3.86 (3H, s), 3.85-3.71 (2H, m), 1.60 (3H, s). 
FABMS(m/z): 571 ([M+H] + ). 
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[0232] (##^!j3)tert-^/V 2- ({4- [Tir^/V (^/V) T57]^/^>}^/V) - 
6-7/Vtn-lH-^yK-/V- 1 - ^/VtfMe-S'V'— h 
(3-1) 

^5ff^^hy^(55%?H>l4, 5. 96g, 38. 7mmol)(D^h^tKi37^(28ml)^ 
7K?pT^"C4-^/V^-ti-l-^/V-2-^hi3^^ifV(10. 6g, 68. 3 
mmol)(D^h7tKn^7^(28ml)^»*P^, ^?&^T30^5Qii#Lfc^ 
^^/v(74. Oml, 546mmol)^Px.-C40°C^-Cl P 5Qti#Lfco zk^Tf-T 

hn^^/V)-2-^y^°n/V^— h(5. 51g, W32%)^#fc Q 

'H-NMR (400MHz, CDC1 ): 8 7.92 (1H, dd, J = 8.3, 2.4 Hz), 7.39-7.31 (2H, m), 4 

3 

.52 (2H, s), 4.35 (2H, q, J = 7.3 Hz), 1.41 (3H, t, J = 7.3 Hz). 
[0233] (3-2) 

##^!)(3-l)-e#^fc^^-/V 3- (4-^/V^-n-2-^hn^^/V) -2-^r 
^y^n/V^— M5. 51g, 21. 6mmol)^y- /V-g^(D^^}§^(l : 1, 84 
ml)^|§ft?U |£$^(10. 9g, 144mmol)^P^., 3. 5B#»|^3l^bfc 0 ^h^fc 

/Di'tfflSU 6-^/V^-n-lH-^K— /V-2-#/Vtf^>W— h(3 

. 62g, W81%)^#fc 0 

'H-NMR (400MHz, CDC1 ): 8 8.89 (1H, br. s), 7.61 (1H, dd, J = 8.8, 5.5 Hz), 7.20 

3 

(1H, m), 7.09 (1H, dd, J = 9.4, 2.0 Hz), 6.94 (1H, ddd, J = 9.4, 8.8, 2.0 Hz), 4.41 ( 
2H, q, J = 7.0 Hz), 1.42 (3H, t, J = 7.0 Hz). 
[0234] (3-3) 

(3-2) Xmhfhtz.^;V - lH-^K^ /V- 2-^3/V^ 

Ml. 70g, 8. 19mmol)£M^^l^(82ml)^^U hV^/^T^(4 
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. 55ml, 32. 8mmolh ZLfitW&?—tert—'7?-A'(3. 57g, 16. 4mmoO,*3J;^ 
N, N-^^VVT5/t°y>V(100mg, O. 819mmol)^M^T^PX., U&WtW 

y^n^ b?774— m mmm n - ^^/mm.^^ =9/1) Kxmmu 

Hfejft^Ol— tert-^^/V 2-^=f-;V 1H— >(VK— /V- 1, 2 

-^*;i/#*'>v-Kl. 94g, JR^95%)Sr#^o 

'H-NMR (400MHz, CDC1 ): 8 7.77 (1H, dd, J = 10.2, 2.4 Hz), 7.51(1H, dd, J = 8.6 

3 

, 5.8 Hz), 7.05 (1H, s), 7.00 (1H, app. td, J = 9.0, 2.4 Hz), 4.36 (2H, q, J = 7.0 Hz) 
, 1.63 (9H, s), 1.30 (3H, t, J = 7.0 Hz). 
[0235] (3-4) 

( 3 - 3 ) XMhfrlfc 1 - tert - y^;V 2-^/V Q-y;v^rn - 1H-^|V 
K— ;V—1, 2—i?%/V7$>%-i/U~- h(19. Og, 57. 9mmol) &W^> (290ml) 

74mmol)^Px.. 2. 5mf^nX-7S o C^h-20°C^Xm^^hmW\^tz. o 

flfcMH-MJ^Aio*5ftn»(i43g)Srini^ ^^Tio^r H m#b7bmh/v^-e# 

H-fe^ft^COtert-^/V 6-^/^a-2- (tK^v^/V) - 1H— WVK— /V- 

h(9. 20g, JDt3*60%) £#fc„ 
'H-NMR (400MHz, CDC1 ): 8 7.70 (1H, dd, J = 10.6, 2.4 Hz), 7.42 (1H, dd, J = 8. 

3 

6, 5.9 Hz), 6.99 (1H, ddd, J = 9.4, 8.6, 2.4 Hz), 6.55 (1H, s), 4.79 (2H, d, J = 7.4 H 
z), 3.64 (1H, t, J = 7.4 Hz), 1.73 (9H, s). 
[0236] (3-5) 

(3-4) XMbfrlf'tert-y^/V 6-7/V^ru-2- (tKn^fSo^vlO - 1 
H-^K— /V-l-^/MK^W— Ml72mg, 0. 524mmol) , *3J:t^ hl)7^ 
/V^^^(206mg, O. 786mmol)^h^tK^:7^(5mlM^§?U E^fLK 
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m(261mg, 0. 786mmol)£^P;t, 20^K^#b/c o ^fflbfri&Jh-T&B&Ut 

v/^ai— /V)-N-^/VTirhT^K(87mg, 0. 524mmol)^N, N-v^Vl^/V 
^T$K(2ml)^^U ^-fev^A(222mg, 0. 681mol)^P^T^ta^T*l- 

m^7kmwtrhv&j>ri*mku m^r^xmrn^m^xmcmm^j^^^ 

tkft^&<OWm\&m (85mg, 1^39%) £#fc D 

'H-NMR (400MHz, CDC1 ): 5 7.88 (1H, dd, J = 11.0, 2.4 Hz), 7.44 (1H, dd, J = 8. 

3 

8, 5.6 Hz), 7.12 (2H, d, J = 8.8 Hz), 7.00 (1H, m), 7.01 (2H, d, J = 8.8 Hz), 6.70 (1 
H, s), 5.39 (2H, s), 3.24 (3H, s), 1.86 (3H, s), 1.66 (9H, s). 
MS (FAB) (m/z): 413 ([M+H]*). 
[0237] (#%M4)tert-^^ 2- {{4-\_{^^^u}i 0 ;V^;V^/^-^;V) (^vk)T^ 

-4, 6-v^/^d-lH-^iVK— /V-l-Jj/V^-yU— h 

(4-1) 

(3, 5-x/7Mv7^;V)\i}?7V>tMBM(l. 13g, 6. 28mmol) £^0~t? >" ( 
14ml) \ZMM\^, 7k^Ti-"Ch!J^/VT^ (0. 917ml, 6. 59mmol) , fc° 
/Hf^lftai^/KO. 733ml, 6. 59mmol) %M?LX 1B#|^ ^U^THi-lfltP^jf 

^tLfc^-fe@#:^h/^>-(13ml) K?§fi?U ^yy^(7. 54g) «M 

m^xnhtitzmm^^^^7v^^xi^v^y^-mmmm:n-^^> 

/iixf ;v=6/l) litiSL, f fe|&*©xf ;v 4, 6-^7;^n-lH- 

>(VK— /V-2-#/W^r>V— h(873mg, lW62%)^#fc 0 

'H-NMR (400MHz, CDC1 ): 8 8.97 (1H, br. s), 7.26 (1H, s), 6.91 (1H, br. d, J = 8. 

3 

8 Hz), 6.65 (1H, ddd, J = 10.3, 8.1, 2.2 Hz), 7.18 (1H, t, J = 1.5 Hz), 4.41 (2H, q, J 
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= 7.3 Hz), 1.42 (3H, t, J = 7.3 Hz). 
[0238] (4-2) 

#%^!j(4-i)-e#^ttfc^/v 4, §-*J>7 tvum- ih-^K— /v-2-#/v 

aJ?3p-W— h(9. 25g, 41. lmmol) Srg^^^^/V ( 1 50ml) l£*§fl?U hV^/VT* 
XlO. 3ml, 73. 9mmolh ZL^^v^-tert-^^/^O. 87g, 45. 2mmolh 
t>\ N, N-v ? ^/VT5yfc°yv ? ^(251mg, 2. 05mmol) &&M\ZXM%.^ 3^5931 

o. lN-i&gg, *5J:t^\ t&fn^^R-eJiR&^u 

fc 0 MBETi--C^^^bT#fcM^h/^^ (300ml) fcigflpU -78°C^T 
^K^b^y^^/VT/V^^^^-l. 0Mh/V^^^^(100ml, lOOmmoD^JPx. 
, 2. 5B#rBl^^tT-78°C^^0°C^#^b^^^#u/ Co gt^hy^^lO^KfP 

?A(40gK *fe^h(40g)Sr*B^T, H^lB^lfflSE^bfeo ^E^STfe^h-Oiiifi 
S^Si-Sr^t^^tert-^/V 4, 6-^/V^-a-2-(tKi3driy^/V)-l 

h->tvk— /v-i-^/^^w— h(4. 52 g , u^39%) ^m^^tvxnfc 0 

'H-NMR (400MHz, CDC1 ): 8 7.53 (1H, dd, J = 9.8, 2.4 Hz), 6.74 (1H, td, J = 9.8, 

3 

2.4 Hz), 6.65 (1H, s), 4.79 (2H, d, J = 7.4 Hz), 3.49 (1H, t, J = 7.4 Hz), 1.73 (9H, 
s). 

[0239] (4-3) 

(4 - 2) -e#fbtbfctert - -f^-fV 4,6- V"7;VHrn - 2 - (fcKn^v^^vV 
)-lH — IVK— ;V-l-J]/VT$3ci/U— M590mg, 2. 08mmol), ;}o £U\ 
;n-/k^^^(819mg, 3. 12mmol)Sr7 1 h^tKn77>'(10ml)t^jSIU 
«^t(l. 04g, 3. 12mmol)^Px., 30#P^#Lfc o ^^ir^h^iliML 
fcSL «E«©?gSKSr«£ET^re*L, nhtifc^m^^XXfTV/^ 4-fcK 
n^X7x-;l/^;l/)^;WV- h(431mg, 2. 08mmol)^N, N-v^/MJvV 
AT^KdOmD^^U^-fei/^Ad. 02g, 3. 12mmol) ^P^.T^U^T^ 
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n^m^tert-^jV 2-l(4-{t(TV/Vtt^)Jj/V^/V](^/V 
) T^y}?^y^»^/v] -4, 6-^7/Vto-lH-^K-;V- 1 -Jj/V^-y 

M759mg, iW77%)£#7c 0 
'H-NMR (400MHz, CDC1 ): 8 7.71 (1H, dd, J = 10.2, 2.0 Hz), 7.18 (2H, m), 6.96 ( 

3 

2H, d, J = 8.6 Hz), 6.79 (1H, s), 6.74 (1H, td, J = 9.0, 2.0 Hz), 5.87 (1H, m), 5.34 ( 
2H, s), 5.17 (2H, m), 4.60 (2H, m), 3.29 (3H, s), 1.65 (9H, s). 
[0240] (4-4) 

(4 - 3) -C#fbtWctert - 2 - [ (4 - { [ (TV/Vtt^) #/M}^/V] 

C^/V) } 7i^» tf-AA - 4, 6 - v^/l^n - 1 H - /V - 1 - 
aJ?3fW— h(729mg, 1. 54mmol)£l, 4-^:^1^ (15mlM^)j?U * (0. 7 
5ml) „ ^b^^(hlJ7^^7V^^^)^^v ?, 7A(0) 18mg, 15 u mol\ ^oitl^, 
fc°py^(154/*l, 1. 85mmol)^^a^-C*Px.fc^, 10^^^#b/c o K^-St- 

um^k^^&M^ ttmL-fdfft^&m.^, M&mfc&tert-y^su 4, 6->> 

- 2 - { [4 - {^)VT^J ) ^/dfiXl^/W - 1H - ^fVK— /V - 1 - 
h(439mg, !&*73%)£#fc 0 
! H-NMR (400MHz, CDC1 ): 6 7.71 (1H, dd, J = 10.2, 2.0 Hz), 6.89 (2H, d, J = 9. 

3 

0 Hz), 6.77 (1H, s), 6.75-6.70 (4H, m), 5.27 (2H, s), 2.84 (3H, s), 1.65 (9H, s). 
[0241] (4-5) 

#%#fj (4 - 4) Xnhtlfctert - 4,6- ^~7;VJru - 2 - { [4 - (^f;V7^ 

y)^cny^>]^/V}-lH-^K— /V-l-#/l^rv-Ww_ h(50mg, 0. 129mm 
oDSrJfrffr^l'Wl. 5ml) ^^j^U hy^/VT5^(27 m 1, 0. 193mmol)*5j;lF 
->^p7"n^y^/V^ ^nyKde^l, 0. 180mmol)^?&f3lT#n;i/i#, 3B# 

// /@^^^/V = 3/ / 2) (^tiSlL, M^*»tert-^7V 2- ({4-[(^n^ 
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l/Y—A'— 1 —iJ/W£*i/U— h (34mg, Um58%) £#fc„ 

J H-NMR (400MHz, CDC1 ): 8 7.70 (1H, dd, J = 10.2, 2.0 Hz), 7.22 (2H, d, J = 8.8 

3 

Hz), 7.02 (2H, d, J = 8.8 Hz), 6.80 (1H, s), 6.75 (1H, td, J = 9.4, 2.0 Hz), 5.37 (2H 
, s), 3.27 (3H, s), 1.66 (9H, s), 1.39 (1H, m), 1.00 (2H, m), 0.61 (2H, m). 
[0242] (4-6) 

(4-5) ^It^^ctert - 2- ({4-[(^n^°nt°/V^/V^/V) ( 
^/v)T^A7^;^}^;v) -4, OY— /v-l-Jj/v 

s$3ci/U— Ml. OOg, 2. 19mmol)^h7tKti^^(22ml)^#b, 2, 4 — tf 
j^-^h^v^m^/V) -1, 3-v ? ^-T-2, 4-v ? *^^^^-2, 4-^;VK7-f 
K(l. 33g, 3. 29mmol)^P^T, 40#^MM^Lfc o Si^»^«bT#^ 

/k=9/l)MSU 4ffife^^^fE^^(966mg, M93%) £r#fc 0 
! H-NMR (400MHz, CDC1 ): 5 7.69 (1H, dd, J = 10.2, 2.0 Hz), 7.19 (2H, d, J = 8.6 

3 

Hz), 7.05 (2H, d, J = 8.6 Hz), 6.80 (1H, s), 6.75 (1H, td, J = 9.8, 2.0 Hz), 5.39 (2H 
, s), 3.75 (3H, s), 1.74 (1H, m), 1.67 (9H, s), 1.32 (2H, m), 0.78 (2H, m). 
MS (FAB) (m/z): 473 ([M+H]*). 
[0243] (#%f?!j5)tert-^/V 6- ([4-[(v^n:7 0 ntVV#/l^— )V) (^;V)T^A7^- 
/^rv^^VV) -2— fcKn3f~>-3- {W7Mn^/V) f> 
(5-1) 

Xfflt (Miller, J. A. et al., J. Org. Chem., 1993^, H58^, p. 2637-2639) ^fE<c£ 

[2- (hy^7V^-n^/V)^ ; ny^]^h9tKn-2H 
-t°7^(21. 38g, 86. 8mmol) „ *3J;TJ^ N, N, N', N' -TYy^/V^l^l^J 
T^(15. 7ml, 104mmol)(D> ? ^/Vrc— ^/v (230ml) -20°C^:2oV^ 
-Cn-^^/Vy^^A-l. 58M7^h7tKn7^^^|g(65. 9ml, 104mmol)^10 
^^^fttlTLfco SJ^m-20°C^T30^r H W#bfcm^ 
ra«#bfc 0 SJS»-30°C^^Pb, N, N-^f/V*/VA7$K(13. 5ml, 17 

4mmoi)^px.fc^, mnKx-g.KmmMWistc 0 Rs^m^Mm<^\z.m€ 
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&mV<:CD2- (7 i h7tKn-2H-t°7^-2-^'/v^-^>') -3- (hy^/i^-n^/v 

-(MJ7/V^-n^/V)^^XT/V^fcK(31. 73g, l&*96%) ^#fc 0 

'H-NMR (400MHz, CDC1 ): 8 11.70 (1H, s), 9.93 (1H, s), 7.80 (1H, d, J = 7.8 Hz) 

3 

, 7.75 (1H, d, J = 7.8 Hz), 7.10 (1H, t, J = 7.8 Hz). 
^T^^^f*2- (7 i h7tKn-2H-t°7^-2-^'/V^v') -3- (hJJ^/V^-n 

'H-NMR (400MHz, CDC1 ): 8 10.33 (1H, s), 8.02 (1H, dd, J = 7.8, 1.5 Hz), 7.83 ( 

3 

1H, dd, J = 7.8, 1.5 Hz), 7.33 (1H, t, J = 7.8 Hz), 4.80 (1H, dd, J = 7.4, 2.7 Hz), 3. 
99 (1H, m), 3.43 (1H, m), 2.07 (1H, m), 1.96 (1H, m), 1.86 (1H, m), 1.67-1.50 (3H, 
m). 

[0244] (5-2) 

(5-1) -e#£>*bfc2 - tKndp^ - 3 - {Y^Mn^jV) ^yX7/Wft 
K(31. 7g, 167mmol)(D^y— /K50ml)|§$e^ :^h#^hIWVK 130ml, 
1. 19molh 3oJ;73\ *y77- ^/V^^(l. 55g, 6. 67mmol) ^P^.fc#, 50 
°C^^T6H^»#Uc 0 SJS«^l%^^^hy7A^«^^^^ 
/v^ttm(3[U)bfc#, WM^7K(2tHl), *3,fct* f&fP^7k^««#U 

waw-hy^^iaftut, (4oomi) 

^?§fi?U tK^T^-C, *MV?v\i o ;V^;VT^/(50. 9ml, 292mmol) , $o£Xf 
, ^nn^;M^x-r;Kl5. 4ml, 203mmol) ^Px.»*#L^ 0 HJ^fe 
^K^ar^^/V-ettm(2[Hl)Lfcm.«ii^0. 5N-*£&, 5%£3&*§SH- 

^ : n - ^•V-ls/mk^fr = 14/ 1 - 1 0/ 1 ) KX <9 ifitliU Jt^ftW 
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<D1- (i^Mrv-^vV) -2 - (?ib^y^b^y) -3 - (hy^/V^-n^/V)-<^V 
(42. 2g, lDl*93%)^#^: 0 

J H-NMR (400MHz, CDC1 ): 8 7.77 (1H, dd, J = 7.8, 1.6 Hz), 7.59 (1H, dd, J = 7.8 

3 

, 1.6 Hz), 7.24 (1H, t, J = 7.8 Hz), 5.67 (1H, s), 5.07 (2H, s), 3.65 (3H, s), 3.38 (6 
H, s). 
[0245] (5-3) 

#%^!)(5-2)-C#^fcl- (v^drv^/V) -2 - (^h^r^Hr^) -3 - (by 
^/V^-n^/k)-<^V(39. 3g, 140mmol) % :Jo£U\ N, N, N', N'-^h^^ 
;V^Ul/i/T*~y{4Q. 9ml, 31 lmmol) (Dv^^Vl^— 7VV (410ml) Mm^, ~ 
25X:K^^Xn-y^/^V^J^-l. 59MTb7tb*ti77ym$. (196ml, 312m 
Tno\)^20MWfXmr^fc o ^^0 o C^*5V^T30^r H W#bfcm, ^i&Kl 

TH^l. 5B#rBm#b^: 0 H^fe-30°Ct3iMU N, N-^f/v*;^7^K( 
41. 9ml, 54 lmmol) ^Px.^, ^a^-CMt-lB#^*#bf- 0 S^^m^< 
i£o. iN-^(m^^^/v-ettm(4[Hl)b^, ^jB^O. lN-iftBfe, * 
(30), *5«£t^ ^fn^TK^I^^U ^SKBI^hy^A-e^LfCo MJ±T 
lclT^^*i-^^i-«J;«93^(D2- (v^h3r>^/V) - 3- (^h^r^h^) 

-4- (hy^/v^-n^^/v)-<^XT/^tK^#^ 0 Wk&mx. m^-WMi-^t 

###!l(5-4) tf^fc, 
! H-NMR (400MHz, CDC1 ): 5 10.71 (1H, s), 7.81 (1H, d, J = 8.2 Hz), 7.70 (1H, d, 

3 

J = 8.2 Hz), 5.79 (1H, s), 5.07 (2H, s), 3.67 (3H, s), 3.50 (6H, s). 
MS (FABX+0.1N Klaq.) (m/z): 347 ([M+K]*). 
[0246] (5-4) 

m^m(5-3)xnhfbtmM(D2- &*h*w?/» -3- o^v^^) - 

4- (hy^/V^-n^/k)^^XT/VT y tK^h7tKn^^-^y— /V(5: 1, 100 
ml)m&m&\^fcftT\ZX.7km4k&V^h})VM5. llg, 135mmol)^Px. 
^iS#bfc Q ^^7K^^^^/v-ettm(4HI)L^, W$SJg£*(2|Hl 
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?-/v) -3- (^h^-^b^y) -4- (by^/v^-n^/H^— /v]^y— /K22. 6 g 

, W52%)^#fc 0 

! H-NMR (400MHz, CDC1 ): 8 7.59 (1H, d, J = 8.2 Hz), 7.31 (1H, d, J = 8.2 Hz), 5 

3 

.81 (1H, s), 5.01 (2H, s), 4.85 (2H, d, J = 7.0 Hz), 3.65 (3H, s), 3.50 (6H, s), 3.36 ( 
1H, t, J = 7.0 Hz). 
MS (FAB) (m/z): 309 ([M-H]*). 
[0247] (5-5) 

4-^sVT*y7*.y—^ffi.mi&(5. llg, 29. 7mmol) x 3o £U\ hy^/KT^ 
(12. 3ml, 89. lmmol) CD^fb^l/^lg (100ml) (C^nnttT!)/V(6. 90ml 
, 65. 3mmol)^P^T^a^20#r H W#bfc o S^«^^fP^^7K*^hy^ 

aS^^/- /K50ml)^»$-frfc#,^li^y^A(5. OOg, 36. 2mmol)^P 

-^fy/ltixf ;i,=3/l-l/l) latlL, Ty/V A-tYn^i/?^ 

<J*?;V) h (4. 58g, M74%) &nt'. 

X H-NMR (400MHz, CDC1 ): 8 7.04 (2H, d, J = 8.6 Hz), 6.73 (2H, br. s), 5.90 (1H, 

3 

br. s), 5.18 (2H, br. s), 4.61 (2H, br. s), 3.26 (3H, s). 
[0248] (5-6) 

#%^!j(5-4)-e#^fc[2- (v^r-dfv^MT) -3-(^ r-3r^Mr^)-4- (hy 
7 ;Vjrn^)V)-7^)VW J— ;V{\. 42g, 4. 58mmol) „ ###!J(5-5)-e#£> 
tlfcTV/^ A-MYn^y-7zr.^;V{^;V)^— /V— Ml. 04g, 5. 04mmolh $o 
hVy^/^^y^Xl. 44g, 5. 50mmol)<Z)7"h7tKn^7^^(20ml) 
(C77^;V#Vt^f;V ( 1 . 32ml, 5. 50mmol) ^Px.T, mUX2mmMW 
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mm:n-^^->xmm^/^= 10/1- i/d Kxmmu tv/v 4-112- ( 

i^h^^/V) -3- (^h^i^h^) -4- (hy^/V^n^^/V) ^vVk^iy] 

Ml. 45g, J&*63%)&#fco 
'H-NMR (400MHz, CDC1 ): 8 7.63-7.53 (2H, m), 7.12 (2H, d, J = 8.8 Hz), 6.99-6. 

3 

94 (2H, d, J = 8.8 Hz), 5.88 (1H, br. s), 5.75 (1H, s), 5.48 (2H, s), 5.18 (2H, br. s), 
5.03 (2H, br. s), 4.59 (2H, br. s), 3.66 (3H, s), 3.47 (6H, s), 3.26 (3H, s). 
[0249] (5-7) 

0^M(5-6)Xnhtbfz.TV/^ 4 -[[2- (v^h^v^VV) -3 - (^h^^h^r 
i/) -A- (by^/V^t2^^/V)^^/V-]^-^>]^ai^/V(^^/V)^— M3. 86 
g, 7. 61mmol)<Dl, 4-i^¥1^(80mlh :}3J;TX (4ml) 021^g$£l£tf ny 
v^(l. 90ml, 22. 8mmol)^oj:^h^^(hy^^/k^^^)/^v?!>A(0) 
(439mg, 0. 38mmol)^Px., ^?a^-C3B#^«#b/c 0 m$aSWi\Z.7k&&gW? 

-rhypj^mkLito mfrT^xMM&m^xmhnfcmm&i/yz'f/^^? 

N- (4-[[2- (v^r^v^^/V) -3- (^r-drv^h^) -4- (hy^/l^n^/v) 
^^v?/H^^]^^/k)-N-^/VT^(3. Olg, lW95%)^#fc 0 
*H-NMR (400MHz, CDC1 ): 8 7.59-7.54 (2H, m), 6.85 (2H, d, J = 9.0 Hz), 6.56 (2 

3 

H, d, J = 9.0 Hz), 5.73 (1H, s), 5.41 (2H, s), 5.03 (2H, s), 3.66 (3H, s), 3.45 (6H, s) 
, 2.79 (3H, s). 

[0250] (5-8) 

m^M(5-7)XnhthfcN- (4-12- (v^h^vO^VV) -3- 0*h*is*h*is 
) -4- {Y^Mxi^;V)^ly-y;VVr^y\7^^;V) -N-^/VT^(500mg, 

I. 20mmol)<D^b^V^(8ml)|§^^ tK^T^T, W&f-tVT^y{&. 420m 
1, 3. Olmmol) , *5 «£TX ^nzfn/<^;V^^7V^xiW {0. 162ml, 1. 80mmol 
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fro nh*bfzm&<D^yy\iyvi77^(lZrn\)mm^ 4N-i&gl(2. 5ml)^JP;tfc 

—/V{12. 5ml), 1, 4-v ? ^-^>'(3. Oml) % $o £U\ 2->^>'(3. 5 

ml)^^^M^^hy^^(650m g) 7. 19mmol) , :£>£U\ ^^tRUI 
-^hyr>^— ^Kf (650mg, 4. 71mmol)(D2k}§^(5. Oml)^MTUh#, 
^-C30^ra8t#LfCo K^^5%^«^hy^i=s7K^«^Px.^m, O. 5N- 

m&u M*mm-rbvvj*xmMi^fc 0 mi±T^xmm&m^i-%~ti-£mm& 

mt'o ^hflt'mM:Y/V^{9. Oml), *5j:t>\ 1, 4-v ? ^^(6. Oml) fcjg 
N,N-^f^*/VA7^K v^tert-^^/V Tir^— 15ml, 4 
. 80mmol)^Px.. 1. 5B#F^M3l^L/c 0 £O»£r0. lN-i&^Q£^g»^ 

«^hy^A-e^bfc 0 ^j£T^T^^^LT#btt^as^y^y/v 

#jg^n^h^^-(M^^:n-^dr^ / /^3z^=2/l)^<9|fMb 
, 4ffi-fe^^fS^-^#l(245mg, M44%)£#fc 0 

*H-NMR (400MHz, CDC1 ): 8 12.24 (1H, s), 7.71 (1H, d, J = 8.2 Hz), 7.26 (1H, d, 

3 

J = 8.2 Hz), 7.22 (2H, d, J = 8.6 Hz), 6.95 (2H, d, J = 8.6 Hz), 5.35 (2H, s), 3.26 ( 
3H, s), 1.65 (9H, s), 1.38 (1H, m), 1.00 (2H, m), 0.61 (2H, m). 
HRMS (FAB) (m/z): calcd. for C H O NF ([M+H]*): 466.1841; found: 466.1839. 

24 27 5 3 

[0251] (#%{#j6)tert-:/^/V 2-tKn^>-6- {[_4-\_^?V(^/V^/Vfr^/V)T^/ 
l^m/dri/b^/V) -3 - {Y^)y;V^rn^;V) ^^/m— h 
(6-1) 

^M(5-6)xnhntcTV^ 4-U2- (v^Hr^^Vv) -3- (^h^r^h^ 
is) -A- {yy7;V^vi^/V)^l/*JMtt^Y7^/V{^/V)J]— h(4. OO 
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g, 8. Olmmol) (D^h^tKn^^^S (20ml) j!14N-4&gft (5ml) &Mx.X, 55°C 

fcmm<7)N, N-^^/l^/VAT^K^f&QOml)^ Ty/V^n5:K(83lAtl, 9. 6 
lmmol), &£Tfi, feWtfiVVMl. 33g, 9. 61mmol)^Px.T, 50 o C^T3B#F^a 

#ut, Rmmm^^m^mm^/i-xmmvt^ mmm**, mn 

btlft£&&<Dl, 4-^3M^(20mlK $o£Tf, tert - Zf$J—;V (75ml) <D&& 
mWtt^ 2-^/V-2-^^(20ml)^Px.^ o SJ^*t-M^*li-7-hyr7A(4. 
33g, 48. lmmol) , *5«fct^ !^&— TK^^hy^— ^KfP^J (4. 33g, 31. 4mmol 

)<D&m&(30nA)&ffiTL,x, mu.x2mmmw^tc 0 RmmmKio%^mm 
^yyvj*jmm*^mwum. iN-mmxm^tu ^himm^/^xmm 

Lfc 0 mj±TlCXMm&^^Xnhfrlfz.mm<Dhs^>Mm(50ml) &£N, N— ^ 
^^-/V^/VAT^K vtert-^/V Ti?^— ;V(J. 67ml, 32. Ommol)^Px.T, 

iio o c^60#FnW#ltc o Rs^mm^yk^m^mm^^x^m^t^ mmmz 
mm&misisxmbtifcmmz. ^wf^Dy^^w^^- (mmmm-.n- 

^^-l//mWi^^=4/ 1-7/3) {CXWMU tert-^/V 2- (TV/Vtt 
I/) - 6-[(4-{[(Ty/V^-^»^7/V^/V] (^f;V)75y}7xy^r^)^]-3 
- (hy^/V^-n^/V)^^^— h(2. 80g N iW67%)£#fc 0 
'H-NMR (400MHz, CDC1 ): 8 7.64 (1H, d, J = 7.8 Hz), 7.37 (1H, d, J = 7.8 Hz), 7 

3 

.16 (2H, d, J = 9.0 Hz), 6.90 (2H, d, J = 9.0 Hz), 6.11-6.02 (1H, m), 5.89 (1H, br. s 
), 5.42 (1H, m), 5.27 (1H, m), 5.17 (2H, br. s), 5.11 (2H, br. s), 4.65-4.55 (4H, m), 
3.27 (3H, s), 1.57 (9H, s). 
[0252] (6-2) 

(6-1) XnhntcXnhntctert - ZT^-JV 2 - {TVM^y) - 6 - [ (4 

-{[(Ty/v^v^/v^/v] (^^)T*y}-7^y^)^/^]-3- (r-y^/i^f- 
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P^)^>"/x- h(2. 80g, 5. 37mmol)<Dl, 4- v ? ^iJ->'(20ml) „ *3«tTJ? 
,7K(1. OmDcD^M^^^^ny^d. 34ml, 16. lmmol) „ ^b^^(MJ^ 
^7k^^^)/^^r>^( 0 ) (186mg, 0. 16mmol)^Px., ^U^-C30#^*# 

= 5/1-2/1) tert-^/V 2-tKn= 3 r^-6-[[4- (^/VT57) 

^^ydf-v/]^/H-3- (hy^/V^-n^/V)-<^y^— h(l. 64g, iR*77%)^# 

'H-NMR (500MHz, CDC1 ): 8 12.23 (1H, br. s), 7.67 (1H, d, J = 8.3 Hz), 7.28 (1H 

3 

, d, J = 8.3 Hz), 6.79 (2H, d, J = 8.8 Hz), 6.58 (2H, d, J = 8.8 Hz), 5.26 (2H, s), 2.8 
0 (3H, s), 1.62 (9H, s). 
[0253] (6-3) 

^m(Q-2)Xnhfltz.tert-^/V 2-tKn^>-6-[[4- (^VKT^/) 
^m/dri/]^/V]-3-(hy^/V^-n^/V)^>'y^— M2. 46g, 6. 20mmol)<£> 
N, N-v ? ^^-/V^/V^T5K^^(20ml)f3:hyrc^-/VT5:^(3. 44ml, 24. 8mmol 
)&1J\\X.X, teTt — 7^;V9uui?^;V*/7Z/(2. 79g, 18. 6mmol)^P^.T^a 

>/W^^^ = 4/l-l/l) ^TftMU tert-^/V 2-[[tert-^/V(v ? 

^;v) *yy>v\tt/\ - 6 - [[4 - w-astk/) -j^/^xA^/v] - 3 - (hy^/v^- 

n^vk)-<:>o/^— h(2. 38g, W97%)^#7t 0 

X H-NMR (400MHz, CDC1 ): 8 7.56 (1H, d, J = 8.2 Hz), 7.27 (1H, d, J = 8.2 Hz), 6 

3 

.79 (2H, d, J = 9.0 Hz), 6.55 (2H, d, J = 9.0 Hz), 5.06 (2H, s), 2.79 (3H, s), 1.58 (9 
H, s), 1.01 (9H, s), 0.20 (6H, s). 
[0254] (6-4) 

(6 - 3) Xnhtltl tert - 2 - [[tert - (i?^;V) i^VM^T 
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3rv-] - 6 - [[4 - (^;VT^J) 7x/dr^f;H - 3 - (HJ 7/VJru^;V) -<>-y^ 
— h(98. Omg, 0. 192mmol)(D:^k^W>i§^(4ml)^ HJ^VKT5:^(53 ju 
1, O. 50mmol)^P^L, *?ls^V-fc^/V?uW (22 u\, 0. 29mmol) ^Px.T^U 

0M^h7tK^7^M(l. 9ml, 1. 9mmol) £#P;t, ^ 

VSi^V=l/D^tilU te-feT^/^T^^fS^^#/(85. 7mg, 
lK^94%)£#fc 0 

'H-NMR (400MHz, CDC1 ): 8 12.25 (1H, br. s), 7.68 (1H, d, J = 8.2 Hz), 7.31 (2H 

3 

, d, J = 9.0 Hz), 7.24 (1H, d, J = 8.2 Hz), 6.91 (2H, d, J = 9.0 Hz), 5.34 (2H, s), 3.2 
9 (3H, s), 2.84 (3H, s), 1.66 (9H, s). 
MS (FAB) (m/z): 475 AMD. 
[0255] (##M7)tert-^/V 6- ({4-[Tir^/K^/V) T5/]7^/^>}^/V) -3 



— rc^/v — 2 — tKn^v^V-y^—h 
(7-1) 

^Cj|^ (Winkle, M. R., et al., J. Org. Chem., 1982^, H47^, p. 2101-2108) (D^J 

&^J;«9i^cLfc[4-H-K-3- (^b^-^b^»y^7vwy— su&m^x, 

(Corey, E. J., et al., J. Am. Chem. Soc, 1972^, H94#, p. 6190-6191) ^fBik 
$ Htz.^ K£ V) tert - :/^M[4 - 3 - K - 3 - (y vy< h^r is) is] 

#fettf'tert- y^;v\_[A — a— K— 3— (^h^v^^f-v-) ^iW^^vV^ 

/1^7>-(20. 8g, 50. 9mmol)<Z)N, N— ^^/^/^T5K(50ml)^RtJ: x i^f 
y^nfcT/VT^ (10ml), ifrffcSB(I) (200mg, 1. lmmol) % Z??nvi\?X(bV7^— 
;V~fo^7^)s<7*??7Mll) (720mg, 1. O3mmol) „ *3 <TO\ MJ^/Vi/U/VT-fe^ 
Wy(10. 8ml, 76. 4mmol)^jlR^Px.fc#, 1. 50#r^Pf^M^£bfc o Rjfcm&m. 
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%hfVk.B^(O^J—;V{l. OmDjgSR^ mth^ML 03g, 50. 9mmol)£r 

•y/tift8t^;V= 70/1 -30/1) fcfaU tert-^/K[4-ni^/V-3- (^h 
3rvO*h^» ^/H^]^;l->fy(10. 9g) £#fc 0 
#£>*tfctert - :/^M[4 - ^-/V - 3 - (^h^r^h^r vO 
<?;V*S?XD*#;—A> (250ml) mfc\Z.5%vVyj*-T/V^r (700mg) *1}\\X.tz$k 

^h^r^Hr is) ^^JMttiS&t^/vi^-y (9. 30g) 

'H-NMR (400MHz, CDC1 ): 8 7.11 (1H, d, J = 7.8 Hz), 7.05 (1H, s), 6.90 (1H, d, J 

3 

= 7.8 Hz), 5.19 (2H, s), 4.70 (2H, s), 3.48 (3H, s), 2.64 (2H, q, J = 7.8 Hz), 1.19 (3 
H, t, J = 7.8 Hz), 0.94 (9H, s), 0.10 (6H, s). 
[0256] (7-2) 

(7- 1) -e#^fctert-^/K[4-^i^/V-3- C*HHo*I*3rV) ^^v 5 
;W^]^V7^(1. Og, 3. 3mmol) , iS&Xfi. N, N, N\ N' —7*9^ 
;V^Ul/i/T*~y{0. 50ml, 4. 2mmol) <D2*r.^yvcn— « 7VM^(10ml) IC, -7 

58M^r1^|§^(2. 7ml, 4. 3mmol) ^Px., >K 
^T^TlB#rBW#Lfc 0 ££>^ -40°C^£PUt#, -^^v ? -tert-^/V( 
930mg, 4. 2mmol)^Px.T^?a*-e#^^#?abfc 0 ECfomWiK7k$:&^m^ 

hv^xmkLfto mf£T\zxmm&w^xnbi?bfz.mm&^y*^*7^?v 

^Y?77^—m\timm:n-^y-Z//mWi^?V= 100/1) ^TffMU tert- 
^^•/V 6- ([[tert-^^-/V(v ? ^^/V)^>y/V]^-driy]^/V) -3-^^/1— 2- (p< 
h^v^^n/) -<^y^— h (443mg, 33%) 3r#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.26 (1H, d, J = 8.2 Hz), 7.24 (1H, d, J = 8.2 Hz), 5 



WO 2006/004030 



PCT/JP2005/012185 



171 

.01 (2H, s), 4.73 (2H, s), 3.57 (3H, s), 2.71 (2H, q, J = 7.8 Hz), 1.59 (9H, s), 1.22 ( 
3H, t, J = 7.8 Hz), 0.93 (9H, s), 0.07 (6H, s). 
[0257] (7-3) 

##^(7-2)-e#^>tvfctert-^/V 6- {litevt-y^;V^J^;V)^);V\^ 
^!b^VV)-3-^vW- 2- (^h^>^h^y)^<>y^— M443mg, 1. 08mmol) 
(D"rY7\lYn77>mW.(10m\)\Z^ g^(63/zl, 1. lmmolh *5«£t^ Th9~n- 
y^/VTly^r^J^nW -1. OMrh^^ny^mWil. lml, 1. lmmol)^ 

KXmm&m^X^ tevt-y^/V 3-3^vV-6- (MYn^y^/V) -2- 0*h 
^-^h^» 'Oo/ai— h (320mg, 99%) £#fc Q 

'H-NMR (500MHz, CDC1 ): 8 7.26 (1H, d, J = 7.8 Hz), 7.14 (1H, d, J = 7.8 Hz), 5 

3 

.02 (2H, s), 4.56 (2H, s), 3.58 (3H, s), 2.74 (2H, q, J = 7.8 Hz), 1.62 (9H, s), 1.23 ( 
3H, t, J = 7.8 Hz). 
[0258] (7-4) 

##^!)(7-3)-C#^fctert-^/V (tKn^rv^/V) -2 

- (^h^v^^^^^/^— h(320mg, 1. 08mmol), 3o=fcTX JCifc (Harvison, P 
. J. et al., J. Med. Chem., 1986^, H29#, p. 1737-1743) K%*?X&f$LftN - (4 
-t:Kndr^^/k)-N-^/VTirhT^K(l65mg, 1. OOmmol) <DTh7t}?vi 
77>MWi(10ml)\^ N, N, N\ N' -^h7^/VTy^/V^^K(220mg, 
1. 27mmol) , :}3 £U\ bV -n-^^-/V^^^(320mg, 1. 28mmol) Sr^Px., 

^/V=2/l) ^-OtMU tert-^/V 6- ({4-[TW/V(^/V) T^/]^m 
7^>}^/V) -3-3^vV- 2- M205mg, 43%)£r 

'H-NMR (400MHz, CDC1 ): 6 7.27 (1H, d, J = 7.8 Hz), 7.20 (1H, d, J = 7.8 Hz), 7 
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.08 (2H, d, J = 8.6 Hz), 6.95 (2H, d, J = 8.6 Hz), 5.07 (2H, s), 5.05 (2H, s), 3.60 (3 
H, s), 3.22 (3H, s), 2.75 (2H, q, J = 7.8 Hz), 1.84 (3H, s), 1.54 (9H, s), 1.24 (3H, t, 
J = 7.8 Hz). 
[0259] (7-5) 

#^!)(7-4)-C#e>tL7Ctert-^/V 6- ({4-[7tf/K^/V)TV]7i/ 
^>}^/V)-3-^/V-2-(^h^>^hdr-»-^^y^— h(147mg, 0. 331m 
mol) <Dmt^^BWi(3ml) ^ hy^/V^nn^^(63 n 1, O. 50mmol) , *3 
£U\ ^h7-n-^7VT^^^A^n^K(160m g , 0. 50mmol) %M7L, 5B#P^ 

'H-NMR (400MHz, CDC1 ): 8 11.70 (1H, s), 7.29 (1H, d, J = 7.8 Hz), 7.10 (2H, d, 

3 

J = 8.8 Hz), 7.02 (1H, d, J = 7.8 Hz), 6.94 (2H, d, J = 8.8 Hz), 5.28 (2H, S), 3.23 ( 
3H, s), 2.69 (2H, q, J = 7.4 Hz), 1.85 (3H, s), 1.57 (9H, s), 1.23 (3H, t, J = 7.4 Hz). 
MS (FAB) (m/z): 400 ([M+H]*). 
[0260] (#%#*J8) tert - -J^fV 6 - ([4 - [ ( v-^n^nfcVVTir^vV) (Jf-jv) T^A~7*-J 
^y\^/V) -2-fcK^^-3- (hy^/V^-n^/^^^j/rc— h 

###!J (6 - 3) XUhflt' tert - -ff-fV 2 - [[tert - (vW/V) i/VM^r 

driX] - 6 - [[4 - 7xA^f/V] - 3 - (hV y;v^rn^;v) 

— h(486mg, 0. 950mmolh $5£Tf, ^n^ B nt°/Vg^^(142mg, 1. 42mmol) 
<D^b^^>i§?&(4ml)^ N, N-v ? ^^-/VT^yt°U> ? ^(20mg), ;}oJ;U\ 1- 
^/k-3-(3-v ? ^/VT^y^fcVv)^7k^v ? ^K^^^(362mg, 1. 90mm 
ol)^Px.-C, girC#££»#Ufco fcJ&mmz.'PM;<D^ *5it>\ 7^7- 

n-^^/VT^^E-^^A^aUK-l. 0M^h7tKn^>-^-S(9. 5ml, 9. 5mmol) 
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:n-^y-i//mfc^sv=2/i) ^xmmu ^fe?ffi^tjffe^i^(299mg 

, l«66%)£#fc 0 

'H-NMR (400MHz, CDC1 ): 8 12.19 (1H, s), 7.69 (1H, d, J = 8.2 Hz), 7.23 (1H, d, 

3 

J = 8.2 Hz), 7.08 (2H, d, J = 8.8 Hz), 6.91 (2H, d, J = 8.8 Hz), 5.32 (2H, s), 3.24 ( 
3H, s), 1.99 (2H, d, J = 7.0 Hz), 1.63 (9H, s), 1.06-0.95 (1H, m), 0.51-0.41 (2H, m 
), 0.00 - -0.05 (2H, m). 
MS (FAB) (m/z): 480 ([M+H]*). 
[0261] (#%{?!J9) (4' -{[1- (tert-y>^^7/V^-7k) 1H — fVK— 

;v - 2 - ^Y^-iy } - 1 , 1 ' - \f7^;v - 4 - gj;g$ 
(9-1) 

(4-yn^E-73in/V)g^g|(l01g, 468mmol)tfW/— /H§^( 1000ml) \Z.%0§ 

, m^mmi-hv^-vm.mjto UBr^xmm^m^L-xnhtifcmm^y^ 

MU (4-^n^^/V) T^T—h (107g, JR*100%) 3r#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7 .43 (2H, d, J = 8.6 Hz), 7.14 (2H, d, J = 8.6 Hz), 3 

3 

.69 (3H, s), 3.57 (2H, s). 
[0262] (9-2) 

##^J (9-1) X^hfrlfc^/^ (4-^tt7^=-MT*teT— Mll6g, 506m 
molh 33£Tfi^ 4—*Y^Z7x.^M5o%k(J7. Og, 507mmol) ©h/Vxy-x^ 
— /W6:l, 1 167ml) lM-^^HJ!XM<^f& (558ml) . *5«tt5 
, ^Y7*Mh])7^/V^7^)s<7i?VMO) (2. 34g, 2. 03mmol)^P^.f^ 

^A«Lf:« ^JETKT^8&£rW*L-C, (4' -^HriX- 

1, r -}fy^=-7V-A-^7V)T^y— h(125g, iR*96%) &#fco 

'H-NMR (400MHz, CDC1 ): 6 7.52 (4H, d, J = 8.4 Hz), 7.33 (2H, d, J = 8.4 Hz), 6 
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.97 (2H, d, J = 8.4 Hz), 3.85 (3H, s), 3.71 (3H, s), 3.66 (2H, s). 
[0263] (9-3) 

##^!l(9-2)-e#^fc^7V (4 , -^h^-l ) 1' -\?7^/V-4— i/V) 
Tir^— h(2. 71g, 488mmol)^^(20ml), *3j;t* IWb**Bfe(47%) (20m 

*<0(4 , -fcKn^V-l, 1* -1^31^/^-4-^)^66(1. 98g, 4X3*82%)$: 
! H-NMR (400MHz, DMSO-d ): 5 9.60 (1H, br s), 8.24 (1H, s), 7.49 (2H, d, J = 8. 

6 

6 Hz), 7.45 (2H, d, J = 8.6 Hz), 7.27 (2H, d, J = 8.6 Hz), 6.83 (2H, d, J = 8.6 Hz). ( 
2H peak was not detected by overlapping with solvent peak.) 
MS (EI) (m/z): 228 ([M]*). 
[0264] (9-4) 

##^J(9-3)-e#£>*Wh(4' -fcKndf^-l, 1' -\f~7^/V-A-' (M&Wt(4 
0. Og, 175mmom^V— /K 240ml) , 3o£Tl, M»2. 4ml) ^Px., 48B# 
^^P^M^L^o SJ»£r^?&^MU ^^SrStSU'LfcfK «?g^JET^T«| 

, $£jt^i?H<^^ (4' -fcKndr^-l, 1' -tf^^-4--T/V)Tir^— h( 
32. 3g, !&*76%)£#fc 0 

'H-NMR (400MHz, CDC1 ): 6 7.45 (2H, d, J = 8.2 Hz), 7.40 (2H, d, J = 8.6 Hz), 7 

3 

.29 (2H, d, J = 8.2 Hz), 6.83 (2H, d, J = 8.6 Hz), 5.25 (1H, s), 3.71 (3H, s), 3.66 (2 
H, s). 
[0265] (9-5) 

7K^^hy T >^(55%?ft'|4, 5. 96g, 38. 7mmol)<D'7 i h7fcKn77^(28ml)!S 
fflWtfc, 7^T^"C4-^/V^-n-l-^/V-2-^hti^^ifV(10. 6g, 68. 3 
mmol)(D^h7tKn^7^(28ml)^^^P^, &mzX30ftfflffifrl,t£.^ 
Bfe$*n^vK74. Oml, 546mmol)^Px., 40°C^T24H#rBlit#Lfc o /K^T^T 
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f/V=8/l-6/l)MMU n^M^k<D^/V 3-(4-^/k^-n-2-^hin 

-7^;V) -2-^y^n/</^— h(5. 51g, lW32%) JkWt-o 

*H-NMR (400MHz, CDC1 ): 8 7.92 (1H, dd, J = 8.3, 2.4 Hz), 7.39-7.31 (2H, m), 4 

3 

.52 (2H, s), 4.35 (2H, q, J = 7.3 Hz), 1.41 (3H, t, J = 7.3 Hz). 
[0266] (9-6) 

(9-5) X'&htifc^/i- 3- {A-y;V^rvi-2-^ hn^^/V) -2-Hr 
dey^tiyV^— h(5. 51g, 21. 6mmol)^^y— /V-g^<D?j^?§$£(l : 1, 84 
mD^U M^(10. 9g, 144mmol)^P^.. 3. 5R#P»M$tUc 0 SJS?R 

-1H-^K— /V-2-^/V^^— h(3. 62g, lR^81%)£#fc 0 

! H-NMR (400MHz, CDC1 ): 6 8.89 (1H, br. s), 7.61 (1H, dd, J = 8.8, 5.5 Hz), 7.20 

3 

(1H, m), 7.09 (1H, dd, J = 9.4, 2.0 Hz), 6.94 (1H, ddd, J = 9.4, 8.8, 2.0 Hz), 4.41 ( 
2H, q, J = 7.0 Hz), 1.42 (3H, t, J = 7.0 Hz). 
[0267] (9-7) 

##$J (9-6) XMhflt'^/V 6 - ~7Mn - 1H — ilsY—tV - 2 - #/1^3r 
i/U— Ml. 70g, 8. 19mmol)©^k^W^(82ml)^?g(cl, hU^^/VT5:^(4. 
55ml, 32. 8mmolh H^&S?— tert — y^vW3. 57g, 16. 4mmol), :JoJ;U\ N 
, N-v^/VT$/t o yvV(100mg, 0. 819mmol) Sr^i&lJrG&Ufc. ^^}f#b 

H-fejft^Ol— tert-^^/V 2-^^/V 6 — :7/M"n — 1H--T ^K— /V- 1, 2 
-v^/MJ^i/W— Ml. 94g, iW95%)£#fc 0 

'H-NMR (400MHz, CDC1 ): 6 7.77 (1H, dd, J = 10.2, 2.4 Hz), 7.51(1H, dd, J = 8.6 
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, 5.8 Hz), 7.05 (1H, s), 7.00 (1H, app td, J = 9.0, 2.4 Hz), 4.36 (2H, q, J = 7.0 Hz), 
1.63 (9H, s), 1.30 (3H, t, J = 7.0 Hz). 
[0268] (9-8) 

(9-7) -C#fbtLfc 1 - tert - -f=3~>V Q-~7 /V^rn-m — O 

K— }V-\, 2-^/P#^^I/- h(19. Og, 57. 9mmol) (DY;V^y (290ml) W$i 
Xc, -7d,°C\z.Xy^Mi^Myy^^T;v^ $J*-1. OM-fvl^:x^$e( 174ml, 
174mmol)^Px.. M#-R-T-78 o C^-20°C3re2. 5R#BgjWT#mUbo 

(300ml), *ffi7k*^^v^A(50g), *5it>\ ir^h (30g) &Mx., JEfcl 

/2) fc-C*»KU ^It^M^tert-^/V 6-^7V^-n-2 - (fcKndrv^/V 

)-lH — f^K— /W-l-^/l^?df-W— h(9. 20g, 1^60%) £#fc 0 

'H-NMR (400MHz, CDC1 ): 5 7.70 (1H, dd, J = 10.6, 2.4 Hz), 7.42 (1H, dd, J = 8. 

3 

6, 5.9 Hz), 6.99 (1H, ddd, J = 9.4, 8.6, 2.4 Hz), 6.55 (1H, s), 4.79 (2H, d, J = 7.4 H 
z), 3.64 (1H, t, J = 7.4 Hz), 1.73 (9H, s). 
[0269] (9-9) 

#%$J (9-8) XUhfht' tert - Zf^/V 6 - 7 )V^xi - 2 - (fcKn^v^^/V) - 1 
H-^fXK— /V-l-#/MK3rv-W— h(4. 50g, 17. Ommol) , *5it>\ ###!J (9- 
4)-e#£>tWc7^-/V (4'-tKndr^-l, 1' -fV^/V-4— f/V)Tir^— h(4 
. llg, 17. Ommol) (DJ-Y^MYn^y^W-W. (57ml) ^ N, N, N', N' 
/VTyV^7/V^i^-$K(^:M^^X^± N Mp°p#^-A1458) (4. 39g, 25. 5mmol 
). 33<£t^ h!J-n-^/V^7^(5. 92ml, 25. 5mmol) ^\WX1)WX., m^.XA 

^(Dtert-^/V 6-^/V^-n-2-[({4'-[(^hdr^/^— /V)^7^]-l, 1' 
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5. 50g, 1R^66%) ^#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.89 (1H, dd, J = 10.7, 2.0 Hz), 7.54-7.51 (4H, m), 

3 

7.43 (1H, dd, J = 8.3, 5.4 Hz), 7.33 (2H, d, J = 8.3 Hz), 7.05 (2H, d, J = 8.8 Hz), 6. 
99 (1H, ddd, J = 8.8, 8.3, 2.0 Hz), 6.71 (1H, s), 5.41 (2H, s), 3.71 (3H, s), 3.67 (2H 
, s), 1.66 (9H, s). 
[0270] (9-10) 

(9-9) -Vmhtlf'tert - 6 - ~7?VJrxi - 2 - [ ( {4' - [ (tY^t) 

;v^^/v) *<5-fV\ - 1 , l ' - trVm^/v- - 4 - } Or^s) ^/v~\ - ih — fVK— 
/V— 1— jfr/VajWf^V'— h(5. 50g, 11. 2mmol)^h7tKi3^7^(112ml)^?g 
^lN-*^b^hy^7k^(33. 7ml, 33. 7mmol)^Pi, m&\Z.X%k$m 

m^vxmhtiitmm&mm^Mzxnt&Miu b&&^<rmm\&to<A. 39 g 

, Jfc^82%)£#fCo 

'H-NMR (400MHz, CDC1 ): 5 7.90 (1H, dd, J = 11.0, 2.0 Hz), 7.53 (4H, d, J = 8.6 

3 

Hz), 7.43 (2H, dd, J = 8.6, 5.5 Hz), 7.35 (2H, d, J = 8.6 Hz), 7.05 (2H, d, J = 8.6 
Hz), 6.99 (1H, ddd, J = 9.0, 8.6, 2.0 Hz), 6.71 (1H, s), 5.41 (2H, s), 3.71 (2H, s), 1. 
66 (9H, s). 

[0271] (###!J10) (4' -{[1- (tert-^h^^/VzJwV) 1H — 
- 2 - -f ;V\ * } - 3—^ on-1,1'- \?7x.~fl> - 4 - 
(10-1) 

2-^na^S#^(2.0g, 8. 5mmol)ON, J$—i?^/VfrA'J*TKF 
^K^e(8ml)^^/y^(l. 38g, lOmmoD&iUWt^vKO. 623ml, 10 

mmoD^^Tf-T^jpx., ^uKX3mmmwv± 0 mjfcwz&fr\z.&g. 

AT*^Mb7c 0 ^J£Ti-T^^*LT#fetL7cffl^CDa^h/^^?R (30 
mD^^b^y^/VT/V^^^-l. 0Mh/V^^m(24ml, 24mmol)£r 
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(i2 g ) &jj\\x.3ofrm^Mx°mwisfc^ ±9^b^um7Kmm^^^ 
^Mx.mn^o^mmwu ^mm^m^tz. 0 nhtitcmm^hmmr^xm 
m^^u mw-<DmM<D (4 - - 2 - ^n P 7x^) ^y-/^#/t 0 

#Wc|lS(Z)(4-7'n ; t-2-^nn7x^/k)^/-/V(l. 84g, 8. 4mmol) 
(D^h7tKn777^^(12ml)f3:, >K^T^T, E^b^* (3. 2g, 9. 5mmol), 
*5J:t^\ by77^7V^^^(2. 5g, 9. 5mmol)^P^.fc^, ^&^T1B#PbW# 

w?vf77j— mmmm:n-^y->/mm^/^= 15/1 - 12/1) \cx<9, 

nhtlf'mM<Vik&!%)<D^;—/^-7k(3:l > 20ml) v'TW^P 
•7i»(640mg, 9. 8mmol) £^60^X1. 5H#^«#b/h 0 HJ^IS^tK^^, 

mvtio m^r^xmm^m^vxnhntimm^ ^w^^^n^v^y^ 
- (mmmm n - ^^/mm^?-^ =10/1-4/1) icxmmu m 

fe(D(4-y ? tt-2-?vv7^/V)T-Zh=- HJ/Kl. 4g, I|X^71%) £#fc 0 
! H-NMR (400MHz, CDC1 ): 5 7.61 (1H, d, J = 1.6 Hz), 7.47 (1H, br d, J = 8.0 Hz) 

3 

, 7.40 (1H, d, J = 8.0 Hz), 3.79 (2H, s). 
[0272] (10-2) 

(10-1) xmhflti (4 - y*v^r - 2 - ^nn7i^/V) Tirb^MJ/V(l. 37 
g, 5. 9mmolK 4- (4, 4, 5, 5-^h^^vV-l, 3, 2- ^^^n^ 

y-2-^)7x/-;Kl. 3g, 5. 9mmol)^|±}^JJ§q^-fflV\ ##{#|(23-2h 
*5j;t^\ ##F!l(23-3)i^Iil(D7^&^J; i 9. ^feH^ry/V (3-^t2C2-4' 
-tKndri/-l, l'-tf77^/V-4--f/V)TW— M698mg, 2HmMWU^3 
9%)£#fc Q 

*x@-e^, ##f?rj(23-2) ^m-r^Rm^K)^n&85 o cKxnoti 0 
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'H-NMR (400MHz, CDC1 ): 8 7.56 (1H, d, J = 1.6 Hz), 7.44 (2H, d, J = 8.8 Hz), 7 

3 

.39 (1H, app d, J = 8.0 Hz), 7.33 (1H, d, J = 8.0 Hz), 6.89 (2H, d, J = 8.8 Hz), 5.98 
-5.90 (1H, m), 5.32 (1H, app d, J = 16.4 Hz), 5.24 (1H, app d, J = 10.8 Hz), 4.88 (1 
H, br s), 4.65 (2H, app d, J = 6.0 Hz), 3.83 (2H, s). 
[0273] (10-3) 

###j(9-9h *3j;t^ 0nn (i7- 4) trnm^vx, m^m o - 8) xn^tit- 

tert-^^/V 6—°7/Vfrv — 2— (fcKn^vO^/V) - 1H-^K-^- 1 -3r/V& 

h(109mg, 0. 41mmol). &£Tfi. 0^1(10- 2) X^hfltcTV^ (3 
—?vv—4'—K}*v*i/—l, V -\f7^^.;V-4-^;V)T^T— h(l23mg, 0. 4 
lmmoDd^, «ffife@#:(D^fB^^(104m g , 2X@jI£lJD^50%) £#fc„ 
'H-NMR (500MHz, CDC1 ): 6 7.89 (1H, dd, J = 10.5, 2.0 Hz), 7.60 (1H, d, J = 2.0 

3 

,Hz), 7.51 (2H, d, J = 8.5 Hz), 7.45-7.42 (2H, m), 7.35 (1H, d, J = 8.0 Hz), 7.06 (2 
H, d, J = 8.5 Hz), 6.99 (1H, app td, J = 8.5, 2.0 Hz), 6.71 (1H, s), 5.41 (2H, s), 3.8 
6 (2H, s), 1.66 (9H, s). 
MS (FAB) (m/z): 509 ([M]*). 
[0274] (##$|ll) [5- (4-{[l- (tert-^>3r>#/Vtf^/V) — 6—°7/ltfru — lH-^f 
l/^—As - 2 - ^;V\^Y^ly } y^^;V) - 2 - ^rc^/v] 
(11-1) 

4- (4, 4, 5, 5-^h^^/V-l, 3, 2-v ? ^-^r^a^-2-^/k)^y— /V 
(1. 40g, 6. 4mmolL 3o=fcU\ ;£fife (Jackson, P. M. et al., J. Chem. Soc. Perkin T 
rans.l., 1990^, |?11#, p. 2909-2918) \ZJmW&tltz.jjW;K%&\ ^/V 
~/VT-teT— hJ^-g^cbfc^/V {5-y , v^-2-?-^~;V)T-^T— h(2. OOg, 
8. 5mmol)(Dh/^^-^y— /V(5:l, 30ml) (DWi&W-WL^ 2N-£tl£?-HJ? 
«Mc8&£(10mlK hy-o-hy/V^^^(120mg, 0. 13mmol) 4oJ;U\ hVX(i? 
-<>'v ; !;^VTirh^)> ? /N7> ? ^A(0)(80mg, 0. 26mmol)^Px.^, flB^Tfcf 
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^^/mk^/V=l/Q-l/3) CTtlL, [5- 

^;V) -2-^rvV]T-fe^— h(405mg, lR^26%) £#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7 A3 (2H, d, J = 8.6 Hz), 7.01 (1H, d, J = 3.9 Hz), 6 

3 

.86 (1H, d, J = 3.9 Hz), 6.82 (2H, d, J = 8.6 Hz), 3.83 (2H, s), 3.75 (3H, s). 
[0275] (11-2) 

03*M(9-9)tmm^X, ##^!j(9-8)^#^fctert-^/V 
n-2-(tKn3r^^vV)-lH — 1VK~ /V—l-X/V&^l/Xs— h(220mg, 0. 8 
3mmol), *3«£TJ^ #%^!j(ll-l)-e#^fc^/V [5- (4-tK^^^^/V) 
-2-^^/k]Tir^— h(205mg, 0. 83mmol)£^ ^Hfe^Hi^tert-^ 
/V 6 - ^/V^-n - 2 - [ (4 - { 5 - [ (^h^rv^/VsJwV) ^/V] - 2 - } y 

^/= 3 rv^)^/V]-lH--r^K— h(83mg, iW20%, n- 

'H-NMR (400MHz, CDC1 ): 8 7.89 (1H, dd, J = 11.3, 2.0 Hz), 7.51 (2H, d, J = 8.6 

3 

Hz), 7.42 (1H, dd, J = 8.6z), 7.05 (1H, d, J = 3.9 Hz), 7.01-6.95 (1H, m), 6.98 (2H 
, d, J = 8.6 Hz), 6.88 (1H, d, J = 3.9 Hz), 6.69 (1H, s), 5.38 (2H, s), 3.83 (2H, s), 3. 
75 (3H, s), 1.65 (9H, s). 
[0276] (11-3) 

(9- 10) tmm^L-X^ ###J (H-2) X^htltttert - Q-y/V 
^-n - 2 - [ (4 - { 5 - [ (*h* v"#/M^/V) ^;V\ - 2 - f^./V} 7x7^^) 
/V]-1H — fi^K— /V-l-«^l/- h(83mg, 0. 17nmol)^^ M&$i$k 
^ B «ffElbl^3(48mg, 1R^59%, n-^Vl/-&m.^frKOW&&)&% 
fto 

'H-NMR (400MHz, CDC1 ): 8 7.89 (1H, dd, J = 10.9, 2.3 Hz), 7.50 (2H, d, J = 8.6 

3 

Hz), 7.42 (1H, dd, J = 8.6, 5.5 Hz), 7.06 (1H, d, J = 3.9 Hz), 7.01-6.95 (3H, m), 6. 
91 (1H, br d, J = 3.9 Hz), 6.69 (1H, s), 5.38 (2H, s), 3.88 (2H, s), 1.65 (9H, s). 
[0277] (###112) 

(4' -{[1- (tert v-#/V^/V) -6-^/^n-lH — jrV-2—4 
)V\ * Mr-> } - 2—^ \fy^/v - 4 — <;vmWi 
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(12-1) 

3 — ^nn — 4 — tKndrV^ai— /V-g^gfe(3. 7g N 20mmol) <D*9S— /^WfeKffiM 

mm^m^xn^ntcmm^. ^u^^y^^wy-y^— mmmm-.mm 

nt'o mhtltiMM<D^/V (3-^nn-4-tK^7i^)7^r-h©tft 
;W^^§^(30ml)^t o yvV(8. Oml, 99mmolh :|oJ;U\ hy^/^n^^/k 
*^il7K^(3. 4ml. 20mmol) ^R^Tf-T^TU 10#^a#L/Co KJ£$c£l 

^^^bT#^ttfca»^y^^V^9^n-^h^^- (^t±i^ : n- 
^>-/^^/V=3/l)^-C*ti^U *i^@f*^^/V (3-^n-4-{[( 
hy^/V^-n^/^^/V^/H^v-J^^^/^Tir^— M6. 3g, lR^95%)§r# 

fee 

'H-NMR (500MHz, CDC1 ): 6 7.48 (1H, d, J = 2.0 Hz), 7.31 (1H, d, J = 8.8 Hz), 7 

3 

.27 (1H, dd, J = 8.8, 2.0 Hz), 3.73 (3H, s), 3.64 (2H, s). 
[0278] (12-2) 

###!J (12-1) Xmhfltz.^/V (3-^nn-4 - { [ {b^Mn^/V)^^ 
^/V]^-dri/}^^^/V)Tir^— M317mg, 1. Ommol) x $5£Xf, 4 — 
/M$5^(152mg, 1. Ommol) <Z?h7V3i>'-rc^y—7V (5:1, 91111)0^^^^^, 
2M-fcm*rb})VJ»7kmWt(l. 5ml), hy^(v ? -<^v ? y^VTi-h^)> ? /^> ? '>i.(0 
)(23mg, 0. 025mmolh $o£Xf, lf^(2-v ? ^cn^/V^^y^zn^/V)rc— ^/V 
(DPEphos)(28mg, 0. O52mmol) ^M^tzM, 100 < C^-C5H#^ft#L^: o SJS?$ 

mn-kMykxmikm&u M*mm^bvvj*xmMi^fc 0 mf^n-xmm^m^ 

LT, ;V (2-^nn-4' -^Mf^-1, 1' -lf7^/V-4— f/V)T-fe 



WO 2006/004030 



PCT/JP2005/012185 



182 

Ml92mg, Jt2^66%)^r#fCo 
'H-NMR (400MHz, CDC1 ): 8 7.39 7.36 (3H, m), 7.30 7.28 (1H, m), 7.21 (1H, dd 

3 

, J = 7.6, 1.6 Hz), 6.96 (2H, d, J = 8.4 Hz), 3.86 (3H, s), 3.73 (3H, s), 3.64 (2H, s). 
[0279] (12-3) 

##^!j(12-2)-e#fetLfc^/V (2-^nn-4'-^>-l, l'-fV^/V 
-4-^/V)T-fe^— h(228mg, 0. 73mmol) „ 3o £Tf, ^tTby-n-y^/VTl^ 
^~r>A(325mg, 0. 88mmol)(D^k^l/^^(4ml)^ N -78°C^TH^b 
^^-1. ON^k^l^^^d. 8ml, 1. 8mmol)^Px.f^, ^ta^LT2B# 

bT#b^fcaS^>y^^V^7^^n^h^^-(^m^:n-^dri^^/^ 
m^^=10/l-2/l)\Z.xmU^ m^mi^(D^/V (2-^nn-4'-tKn 

l'-tf^^/V-4 — f/V-)T*fe^— Ml44mg, *W71%)£#fc 0 
1 H-NMR (400MHz, CDC1 ): 8 7.39 (1H, s), 7.32 (2H, d, J = 8.0 Hz), 7.29-7.26 (1 

3 

H, m), 7.21 (1H, d, J = 7.2 Hz), 6.89 (2H, d, J = 8.0 Hz), 4.90 (1H, br s), 3.74 (3H, 
s), 3.64 (2H, s). 
[0280] (12-4) 

#^(9-9)t»LT, #%^tJ(9-8)-e#^fctert-^/V 6-7 
n-2-{\iyn^^/V)-lYL-^l/V— /V-l-yM^^v^— h(l91mg, 0. 7 
2mmolh $o£T$, ###!J (12-3) -C#^^c^/V(2-^nn-4'-tKndr^- 1 
,l'-t-^3i^/V-4-^r/V)T-fe^— h(200mg, 0. 72mmol)^^, 4ffi-fe0#W2- 
[ ( { 2 ' - ?nn -4 ' - [ (^h^r^/Vtf^/V) ^/V] - 1 , 1 ' - If - 4 — iVV 

} tt-y) ^JV\ - 6 - ^/k^-n - 1H - ^Y—JV - 1 - h ( 349mg, 
W92%)^r#fc 0 

X H-NMR (500MHz, CDC1 ): 8 7.90 (1H, dd, J = 11.0, 2.5 Hz), 7.43 (1H, dd, J = 9. 

3 

0, 5.5 Hz), 7.40-7.38 (3H, m), 7.30 (1H, d, J = 7.5 Hz), 7.22 (1H, dd, J = 7.5, 2.0 
Hz), 7.05 (2H, d, J = 8.5 Hz), 6.99 (1H, app td, J = 9.0, 2.5 Hz), 6.72 (1H, s), 5.42 
(2H, s), 3.74 (3H, s), 3.64 (2H, s), 1.66 (9H, s). 
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[0281] (12-5) 

(9- 10) kmmz.VX, ###1(12-4) -e#^fc2- [({2' -?m-4' 
- [ (^h^v^/V^AO^/V] -1,1' -tVx=;V-4-^}^»7«f;k] - 

/V-l— ^/VjJ?^!^— M349mg, 0. 64mmol) 
, MfeH#:cO^IE^^(189mg, ^58%)^ 

! H-NMR (400Hz, CDC1 ): 8 7.89 (1H, dd, J = 11.2, 2.4 Hz), 7.46-7.38 (4H, m), 7. 

3 

31 (1H, d, J = 8.0 Hz), 7.23 (1H, dd, J = 8.0, 2.0 Hz), 7.05 (2H, d, J = 8.4 Hz), 6.9 
9 (1H, app td, J = 8.8, 2.4 Hz), 6.72 (1H, s), 5.42 (2H, s), 3.69 (2H, s), 1.66 (9H, s) 

MS (FAB) (m/z): 509 ([M]*). 
[0282] (##$J13) (4' - { [2- (tert-^h^r^/V^/V) -3-tKn^i/-4- (b ] J7 
;V^rn^;V) ^^/Kl^v-} -1,1' -If 7^7k-4-^/V) gj^ 
(13-1) 

##^!j(5-4)-e#^fc[2- (vO^vO^/V) -3- (^h^^h^) -4- (h 
y^/V^-ri^/V)^^/V]^/— /V(27. 6g, 89. lmmol), ###J(9- 
4)xmhtifc^/^ (4 , -tKndriy-l > l'-tf7^/V—4--f/k)T-fe^— Ml 
9. 6g, 81. OmmoDo^h^tKn^^^^ (300ml) 1, 1 ' - (Ty'v^/MK— 
^)v?txy^y(24. 5g, 97. 2mmol) „ 3oJ;U\ hU-n-^^/V^^^(22. 9 
ml, 97. 2mmol)^jl|M^Px., ^^-e2B#^«#bfc 0 fife^l»£»J 

m)Ui:^ #as^3N-*^^hy^7K^, *5J:t* i&fp^^^)« 

^%9&?v^hy97j—mm^M:n-^v>/mm^^=4/i)KxmM 

U t^/V (4' - { [2- (v^h^vO^/V) -3- (^J^rv^h^) -4- (hV7/^ 
n^;V)^>iy;V\^r^-iy}-l, 1' -t^^/V-4-^/V) Tir^— h(36. Og, 83 
%)£#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.56-7.54 (2H, br s), 7.47 (2H, d, J = 7.8 Hz), 7.46 

3 

(2H, d, J = 9.0 Hz), 7.29 (2H, d, J = 7.8 Hz), 7.01 (2H, d, J = 9.0 Hz), 5.75 (1H, s), 
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5.51 (2H, s), 5.03 (2H, s), 3.70 (3H, s), 3.66 (3H, s), 3.64 (2H, s), 3.48 (6H, s) 
[0283] (13-2) 

###1(13-1) tmhtbft^^ (4' - { [2- (v^Hrv^VV) -3- C*HE^ 
*b*i/) -4- {Y^^n^;v)^y^;V]^r^}-l, l ' — ify^=-/P — 4 — i 
/U)T±T— K36. Og, 67. 4mmol) COTirh^ (200ml) jg$3fe p-^xyx^ 
*>-^—7KfP#)(15. 4g, 80. 9mmol)^B^.fc^, ^MfcTi&^jJH^Ut, SJfc 

fcM^N, N— ^^/^/^T5K(50ml)^«?^^o KSfc*y^(ll. 2g, 
80. 9mmol) % *5 £TX TU/^n^K(7. OOml, 80. 9mmol) ^WlkMx., fcJ&Wt 

^50°c^T2u#r H w#bfc o s^«^7K^a^\ mm^/vx^m^t^m, mm 

lCT^*e*LT#fett^ffiSr>y^y/^9A^i3^b^97>f — (i§ffligj& : n 
-^^/^Bfem^/k=9/l-l/l) fc-OfiftgiU (4' - { [3 - (TP/V 

:*-3rV) -2-*/V5/V-4 - (MJ^/W^-ap«^/V)^<^/V]^-driy}-l, 1' -If :7m 

f/V)Tiry"— h(31. 2g, JR^96%) 3r#fco 
'H-NMR (400MHz, CDC1 ): 6 10.52 (1H, br s), 7.86 (1H, d, J = 8.2 Hz), 7.76 (1H, 

3 

d, J = 8.2 Hz), 7.51 (2H, d, J = 8.4 Hz), 7.49 (2H, d, J = 8.4 Hz), 7.31 (2H, d, J = 
8.4 Hz), 7.04 (2H, d, J = 8.4 Hz), 6.16-6.04 (1H, m), 5.52-5.44 (3H, m), 5.39-5.34 
(1H, m), 4.58 (2H, m), 3.70 (3H, s), 3.66 (2H, s). 
[0284] (13-3) 

#%#!)(13-2)-e#^fc^/V (4' -{[3- (TP/l^rvO -2-*M^/V-4 
- (hy^/V^-n^/H^^v 5 /^]^^] -1, 1' -\fy^=- ;V-A — f/KlTirr— h 
(31. 2g, 64. 4mmol)<Dtert-:/^VVT/V=2— /K 200ml), 1, 4— SWMf^(4 
5ml), $o£Tf, 2-^/V-2-ZfTl'(60ml)<Dm&f^\Z.mi&mWti'hyVM23 
. 2g, 258mmol) , jo it^\ ?)A/gfe~^C^^hy^A— 7kfP#3 (23. 2g, 169mmol) 
©jfciSSfc (100ml) StfffTUfcSL ^U^T4B#r H W#Ut 0 HJ£?fe5%«-«? 

■f-hy^^m^px.^, o. 5n-^^^#\ ^^/v-ettm(2[U)bfc 0 
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f&M£l£tz&^ N, N-^f/V*/VA7^K vWt-^/V T*fe*— /V(61. 7ml 
, 258mmol)^Px., 6B#F^*P|^»Lfc 0 BtJ£$t£r2M-&f\ g^^/V-Ctt£±H 
30) Ufc&, #»SSr*(2lHl) % *5it5, t&fo^^K-ejilI«#U ^7K«^i-MJ 

^^-e^Mu/co mf±r^xmm^^xnhntcmm^i, 4-^^^(150 

mlh :&J;U\ ^ (5ml) ©^Mi-t°n!Jv?y (8. 07ml, 96. 6mmol) , $5 £U^\ 
^h9^(hV7^=./P7fr^^)s<7i/V^(743mg, O. 64mmol) &Mx.X^MX 

ximuikt&TkxmikyG&u MMm^-hv^xm^tco s/y^w^^n-? 

^77^-(gM:n-^fy/^xf;V = 20/l-l/l)(a^)|tSU 
efe^(Dtert-^/V 2-tKndrv--6- [ ({4' - [ (^h^#/V#^VV)^/V 
] -1, 1' -fc^^/V-4 — f/W^3rv0p^vKl-3- (hy^7V^-np<^/V)-0-y 

Ml8. 6g, W56%)^#fc 0 
*H-NMR (400MHz, CDC1 ): 8 12.23 (1H, s), 7.68 (1H, d, J = 8.2 Hz), 7.50 (2H, d, 

3 

J = 9.0 Hz), 7.48 (2H, d, J = 8.2 Hz), 7.30 (2H, d, J = 8.2 Hz), 7.25 (1H, d, J = 8.2 
Hz), 6.95 (2H, d, J = 9.0 Hz), 5.35 (2H, s), 3.70 (3H, s), 3.65 (2H, s), 1.63 (9H, s). 
[0285] (13-4) 

(13-3) xnbtvfrtert - 7*^-/V 2 - fcKtrif *y - 6 - [ ( { 4 ' - [ {^Y^y 
fjAsR—lV)*^^ — !, 1' -\?~7^JV-4-^;V}3r^y)^;V\ - 3- (MJ7/V 
to^f;V)^7/x-^(l8. 6g, 36. Ommol) (D^h^tKd^V (200ml) fffi&\ZL 
3N-7k^b^y?ivfc2§3&(28. 8ml, 86. 4mmol)^Px., ^S^T2B#FbW# 

^^vxnbtitcttm^mmir^tKX'o, &^m^(Dmmt^m(i2. 9 g , t&m 

'H-NMR (400MHz, acetone-d ): 6 12.26 (1H, br), 7.82 (1H, d, J = 8.2 Hz), 7.61 ( 

6 

2H, d, J = 8.6 Hz), 7.56 (2H, d, J = 8.2 Hz), 7.41-7.33 (3H, m), 7.09 (2H, d, J = 8. 
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6 Hz), 5.52 (2H, s), 3.66 (2H, s), 1.71 (9H, s). 

Anal, calcd. for C H F O :C, 64.54; H, 5.01; F, 11.34; found: C, 64.58; H, 5.04; 

27 25 3 6 

F, 11.40. 

[0286] (###J14) (4' - { [2- (tert-^h^vofr/MiwV) -3-fcKt*Sf^-4- (hl)7 
(14-1) 

###U (10-2) -e#btbfcTU/V (3-^no-4'- fcKn^v' - 1 , 1 ' - tf^^^/V 
-4 — f/i^) Y^T—h (560mg, 1. 85mmol) , jSitJ 5 , (5-4) XMhflti [ 

2- (v^r-^^/V) -3- (^h^r^H^) -4- (Y^? ;VOrn*=f- ;V) ^^/V]^ 
M807mg, 2. 6mmol)&ffl3&jj|^fcfflV\ (13- 1) „ ##$J (13- 

2), #%^!j(21-3), ##^[|(21-4)^^<Z)^^J:t9 % MfeHftWter 

t-^/v 2- (TV/vtt-y) - 6- [ ({4' - [ (Ty/v^v-#/v#rvv)^/v] - 
3' -^pp-1, V -}fy^=.;v-4-^;v}^r^)^;V\-3- (hV^s^v^/P 
) ^<^y^- h (622mg, 4X@ii#iW54%) £#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.65 (1H, d, J = 8.4 Hz), 7.57 (1H, d, J = 1.6 Hz), 7 

3 

.49 (2H, d, J = 8.4 Hz), 7.42-7.38 (2H, m), 7.33 (1H, d, J = 8.4 Hz), 7.00 (2H, d, J 
= 8.4 Hz), 6.12-6.02 (1H, m), 5.98-5.88 (1H, m), 5.43 (1H, dd, J = 17.2, 1.6 Hz), 5 
.34-5.27 (2H, m), 5.24 (1H, dd, J = 11.2, 1.2 Hz), 5.16 (2H, s), 4.64 (2H, app d, J 
= 6.0 Hz), 4.58 (2H, app d, J = 5.6 Hz), 3.83 (2H, s), 1.58 (9H, s). 
[0287] (14-2) 

05%M(6-2)bmm\^X, ##F!j(l4-l)-e#^^tert-^/V 2— (TV 
tVJr^s) - 6 - [ ( { 4 ' - [ (Ty/l^^>-#/l^~/V) - 3 ' - ^dn - 1 , 1 ' - 

fV^/^-4--r/H^-^)^/V] -3- (MJ^/k^-n^/k)^<^y^-h(622 
mg, 1. Olmmol)^ m^M^KDUUit^m (337mg, K$62%)^#fc 0 
! H-NMR (500MHz, CDC1 ): 8 12.26, (1H, s), 7.71 (1H, d, J = 8.0 Hz), 7.60 (1H, d 

3 

, 2.0 Hz), 7.51 (2H, d, J = 8.5 Hz), 7.43 (1H, dd, J = 8.0, 2.0 Hz), 7.35 (1H, d, J = 
8.0 Hz), 7.28-7.26 (1H, m), 6.99 (2H, d, J = 8.5 Hz), 5.38 (2H, s), 3.86 (2H, s), 1.6 
5 (9H, s). 
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MS (FAB) (m/z): 536 ([M] 4 ). 

Anal, calcd. for C H C1F O :C, 60.40; H, 4.51; F, 10.62; CI, 6.60; found: C, 60.2 

27 24 3 6 

0; H, 4.39; F, 10.72; CI, 6.69. 
[0288] (##01115) (4' - { [2- (tert-^h^vofr/^iwV) -3-fcKt*Sf^-4- (hl)7 

;v^rn^;v)^<>^;v']^r^}-2-^;v-i, i' -t^x^/v- 4--f/v)@^^ 
(15-1) 

3-:/W-4-^Hf-V^J^/l^T~K(9. Og, 40mmol), [1,1 ' -feT* (v?7i 
^/V^X^^^^air^^nn/^^^Adl) -^na^^#*Bife(400mg, 0 
. 49mmol), 3oJ;t>\ ^^U^(24. Og, 174mmolMCN, N-^f/^AT 
5:K(75ml)^a-e^PX.7t 0 H^hy^/^7^(lM-n-^^^^50ml, 5 
OmmoDSriRTU SJ^^^7O o C^50#^ii#bfc o HJ^»^&^MUciL * 

%7J*?v^hy974—(MmMM:n-^^>'/mm^^=8/ 1-5/1) iCX 
mVt<D(3-^/ls-4-*h^>7^MT±h^hV/^(2. 6g, Jfc4*38% 

'H-NMR (400MHz, CDC1 ): 8 7.11 (1H, d, J = 8.4 Hz), 7.08 (1H, s), 6.81 (1H, d, J 

3 

= 8.4 Hz), 3.83 (3H, s), 3.67 (2H, s), 2.63 (2H, q, J = 7.6 Hz), 1.19 (3H, t, J = 7.6 
Hz). 

[0289] (15-2) 

##$| (12-3) , *5j:t* ##$l (25-5) fclUfilfCUr, ##$1(15-1) XMh 
tltz.(3-^/V-4-^Y^yy^^MT±h^h])/V(6. lOg, 34. 8mmol)^fc, 
W^C04- iX^T/^/V) -2-^7Vy^;V MJ^/^a^^/^^-h (8. 
lg, 2X©Ml|Li«78%)£#fc 0 

X H-NMR (500MHz, CDC1 ): 8 7.32 (1H, d, J = 2.0 Hz), 7.28-7.23 (2H, m), 3.77 (2 

3 

H, s), 2.76 (2H, q, J = 7.5 Hz), 1.28 (3H, t, J = 7.5 Hz). 
[0290] (15-3) 

###J (15-2) X^hfrlfc4 - i^TJ^JV) - 2 - ^/vy^/V MJ^/^ti 
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pt^X/VaM^— M9. 7g, 33mmol) N 4-^hdrv-7oi^/H55^(5. 3g, 35mmol) 

?m*?>tttinQ!l(2. 7g, 3. 3mmol) , *5«fcTJ*. ^tH^hU^ (10. Og, 94mmol) 
(150ml), ni^y— /V (30ml), *3,fct^ ^W^K (30ml) %Mx.tM, 80°C 

ttSL, |ft^(D(2-^/V-4 , -^h'¥V-l, l'-tTV^/k-4— T/V)Tirh 
^hy/K5. 5g, JR^66%)€r#fc 0 

! H-NMR (400MHz, CDC1 ): 8 7.25-7.17 (5H, m), 6.95 (2H, d, J = 8.8 Hz), 3.86 (3 

3 

H, s), 3.77 (2H, s), 2.61 (2H, q, J = 7.6 Hz), 1.10 (3H, t, J = 7.6 Hz). 
[0291] (15-4) 

m^ffl (15-3) ~?q$btlt£ ( 2 - ^f-;V - 4 ' - 1 , 1 ' - \£7^/V 4 

^/V)Tirh^hy/K5. 5g, 22mmol)^, g^(55ml) % *5,fct^ :&fb!k*Bfe(55ml 
)^PX., 100 < ClCT10I^M»#Lfeo ^*&£i&te?&*PUfcgL mm^/l'Z: 

TlcT?gjKSre*UT#e>ttfcaaE^^y— /v( 150ml) %D\\xJt^ 7K^T"C« 

iI:n-^fy/^xf;^5/l-2/l)(a|flL, &t-fe@ftW^/V ( 
2-3i^/V-4' -tKndf-^-l, l'-tf^^/V- 4 — f/V)Tirr-h(5. Og, iR 
^85%)&#fc 0 

! H-NMR (400MHz, CDC1 ): 8 7.20-7.13 (5H, m), 6.86 (2H, d, J = 8.0 Hz), 4.76 (1 

3 

H, br s), 3.73 (3H, s), 3.65 (2H, s), 2.58 (2H, q, J = 7.2 Hz), 1.09 (3H, t, J = 7.2 H 
z). 

[0292] (15-5) 
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(5-4) -e#£>*bfc[2- (^h^^/V) -3- -4- (h 

y^/V^-d^/V)^^^^]^/— 7k(5. 09g, 16. 4mmol) CD^ixf ;V (50ml) 
^$^hy^^T^(2. 74ml, 19. 7mmol) &Mx.±o yK^T^Xmt^^^ 
;^*^/Kl. 33ml, 17. 2mmol)&mT^fc&^£LfcM&mMmzX30ftmW:W 

^xmhivkstm^s n-^^mwx.tz. 0 fttsLtg^^i$L, mn&<&2 

- (v^h^^/V) - 3- (^h^v^Hr^) -4- (hy^/k^-a^^/k)^:^v?/k 
^^/k^— h(5. 37g, i&^84%) ^#fc 0 

'H-NMR (400MHz, CDC1 ): 6 7.64 (1H, d, J = 8.2 Hz), 7.49 (1H, d, J = 8.2 Hz), 5 

3 

.72 (1H, s), 5.65 (2H, s), 5.01 (2H, s), 3.65 (3H, s), 3.45 (6H, s), 3.06 (3H, s). 



#%#!J(16-4K #%M(21 - 2) tmmi^X, ###!l(l5-4)-e#b 

tl^C^/V (2-3i^/k-4 , -tKti d r^-l, l'-tf^^/k-4-^/V)Tir7 i 
— M4. 90g, 18. lmmolh $3£Xf, m^WHl5-5)X^hthfc2- (i^^b^y^ 
;V) - 3 - (^hdr>^h=^» -4- (MJ^/V^-n^/V) ^<^v7V ^^/M}^— h ( 
8. 35g, 21. 5mmol)^b,Mift(D7!f-;V (2-^^/V-4' - { [2-*/V$/V 
-3-fcK^^-4- {VyzrsV^vi^/V)^.^^^^}-!, 1' 
4-4^)T±T—b(6. 77g, 2X@MlfM79%)£:#fc 0 

'H-NMR (400MHz, CDC1 ): 8 12.66 (1H, s), 10.40 (1H, s), 7.83 (1H, d, J = 8.0 Hz 

3 

), 7.26 (2H, d, J = 8.0 Hz), 7.21 (1H, s), 7.14 (2H, br s), 7.11 (1H, d, J = 8.0 Hz), 7 
.00 (2H, d, J = 8.0 Hz), 3.73 (3H, s), 3.66 (2H, s), 2.58 (2H, q, J = 7.6 Hz), 1.10 (3 
H, t, J = 7.6 Hz). 



###1(21-3), (21-4), *3,fct* 0mM(16-5)tmmKL,X, 

^\{15-Q)X%hfvkJ-^-;V (2-m^vV— 4' -{[2-*/V5/V-3-tKn= 3 rv / - 
4- {YVy^xi^^^l/VMtti/}-!, V -\?7^/V-4-4/l')T± : T— 
h(6. 77g, 14. 3mmol)/^ib, Mfe@#Wtert-:/^/V 2- tKn^>-6- [ ({2' 



[0293] (15-6) 



[0294] (15-7) 
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-rc^-/V-4' - [(^h^>#/MJ^/V)^/V] -1, 1' -}?7^/\/-4-4Mtt 
iX)^VV]-3- (yyy/V^rxi^/V)^^^— b(5. 87g, 3X@M^M^76%) 

! H-NMR (400MHz, CDC1 ): 8 12.22 (1H, s), 7.69 (1H, d, J = 8.4 Hz), 7.28 (1H, d, 

3 

J = 8.4 Hz), 7.21 (2H, d, J = 8.4 Hz), 7.18 (1H, s), 7.12 (2H, br s), 6.92 (2H, d, J = 
8.4 Hz), 5.36 (2H, s), 3.72 (3H, s), 3.64 (2H, s), 2.58 (2H, q, J = 7.6 Hz), 1.64 (9H 

, s), 1.09 (3H, t, J = 7.6 Hz). 

ESl(ES-)(m/z): 543 ([M-H]*). 
[0295] (15-8) 

^m(9-10)tmm\^X, ##^!l(15-7)-e#^tl,fctert-^/V 2-fcR 
- 6 - [ ( { 2 ' - - 4 ' - [ (^hdr->#/V^/V) ^;V\ - 1 , 1 ' - fcf^a: 

- /V _ 4 _^ 7V }^-^>-)^/V]-3-(hy^/V^-n^/V)^^y^— h(5. Og, 9. 2 
mmoDd^, m^mi^(7)mmit^(4. 79g, 1(5^97%) £#fc 0 
'H-NMR (400MHz, CDC1 ): 8 12.27 (1H, s), 7.72 (1H, d, J = 8.0 Hz), 7.30 (1H, d, 

3 

J = 8.0 Hz), 7.26-7.22 (3H, m), 7.16 (2H, br s), 6.95 (2H, d, J = 8.0 Hz), 5.38 (2H, 
s), 3.70 (2H, s), 2.60 (2H, q, J = 7.6 Hz), 1.65 (9H, s), 1.10 (3H, t, J = 7.6 Hz). 
ESI(ES-)(m/z): 529 ([M-H]*). 

Anal, calcd. for C H F O :C, 65.65; H, 5.51; F, 10.74; found: C, 65.63; H, 5.53; 

29 29 3 6 

F, 10.78. 

[0296] m^miQ) 

(4' - { [2- (tert-^h^^/V^/V) -3- tKodri/-4- (hy^V^n^/V) 

vvv] } - 2 - - 1 , l ' - If -7 - 3 - 
(16-1) 

3Cfi£(Askam,V. et al., J. Chem. Soc. C; 1969^, p. 1935-1936.) \ZMM&ftfz35 
mz.^^&Vtc<i3-T^/-2-^/^^/V)mm(l. 20g, 17. 2mmol)<Dl 
0%fiM§«(72ml)^ mffimi-hVVMl. 92g, 11. 6mmol)7K^«(2ml)^ 

»TiiTbfc 0 mmzximmfflfr^it&. Ri&m&BWk*vvM3. 66 g , 22. 

Ommol)*}§t(llml) fcl»TUfco ^?fe90°C^M&U 2.5B#p E gH#Lfc 0 K 
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/]/7^/U)T±T— h(2. 23g, iW66%)£r#fc 0 

'H-NMR (400MHz, CDC1 ): 6 7.02 (1H, t, J = 7.8 Hz), 6.80 (1H, d, J = 7.8 Hz), 6. 

3 

70 (1H, d, J = 7.8 Hz), 3.70 (2H, s), 3.65 (3H, s), 2.19 (3H, s). 
[0297] (16-2) 

###1(16-1) xmhfit'^/v (3-a— V-2-^;vy^;v) T^T— h (9 
50mg, 3. 27mmol), 33J;TX 4-^h^>^^/H55^(498mg, 3. 27mmol)<£) 
N, N— i^^Vl^/V AT5:K (8ml) SSftfcl^ g^^i^J* (II) (37mg, 0. 16mmo 
1), hU-o-MJ/V^^^(100mg, 0. 327mmol) N $5£Tf^ 2N-^Wtf-hV^ 

7kwm(2. 5mi)^Mx.tc.m. 80°cKX5mmmw\.fc o Btfom&mwt^^. tkx 
ibmvfzm. ^mb&^wa&w&iuto ^hntcmm&mm^^xMmv 

l'-^7x-;V-3-^)7tT- h(59mg, l&PfS7%)^# 
! H-NMR (400MHz, CDC1 ): 5 7.23-7.12 (5H, m), 6.92 (2H, d, J = 8.6 Hz), 3.84 (3 

3 

H, s), 3.71 (2H, s), 3.70 (3H, s), 2.18 (3H, s). 
[0298] (16-3) 

mmm (i2- 3) tmMKvx, ^wuiQ-2)xnhnt^^/^ (4' -*b^>- 

2-^;V-l, 1' -\fy^;V-3 — i^T^r— M59mg, 0. 22mmol)^fe^ 
*f-;V (4' 1' -tr^^/k-3-^/V)Tir^— h(28 
mg, lR*50%)^#fc o 

'H-NMR (400MHz, CDC1 ): 8 7.45-7.39 (1H, m), 7.18-7.12 (4H, m), 6.84 (2H, d, 

3 

J = 8.6 Hz), 4.90 (1H, s), 3.71 (5H, s), 2.18 (3H, s). 
[0299] (16-4) 
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###J(16-3)-T?#£>*bfc^/V (4'-tKn^>-2-^/V-l, l'-tf^n 
=;V-3-^)7-feT-h(28mg, 0. llmmol) „ *5it>\ #%f#J(21 — 5)-C#£> 
tvfctert - y**3-JV 6 - (^n^^/k) - 2 - [ (tert - ^I^v^/V^/V) ^f-->'] 
-3- (hy^/k^-n^/V)^<^yrc— h(50mg, 0. llmmol) ON, N— JW/Wafc 
/^T^K?§t (2ml) fc^SHrS'* A (43mg, 0. 13mmol)^Px., ^fi^T»t 

^/V=3/l) laffiiL, ^^(Dtert-^/V 2- [ (tert-^>^^/V^ 
/V) - 6 - [ ( { 3 ' - [ (p< vO^/V^WV) ^/V] - 2 ' - ;*5vW - 1 , 1 ' - tf 

^ai^7V-4 — f/W^rV)^/^]— 3— (hU7/V^-n^7V)^<^rc— h(19mg, 
lR$28%)Wc„ 

'H-NMR (400MHz, CDC1 ): 6 7.73 (1H, d, J = 8.6 Hz), 7.62 (1H, d, J = 8.6 Hz), 7 

3 

.22 (2H, d, J = 8.6 Hz), 7.24-7.12 (5H, m), 6.97 (2H, d, J = 8.6 Hz), 5.27 (2H, s), 3 
.72 (2H, s), 3.71 (3H, s), 2.17 (3H, s), 1.58 (9H, s), 1.54 (9H, s). 
[0300] (16-5) 

03$M (16-4) -e#btb^ctert - V^JV 2 - [ (tert - 'fb^i/X/Mtf—A') 
$✓] - 6 - [ ( { 3 ' - [ &b*r v"#/V7}^/V) - 2 ' - j^/V - 1 , 1 ' - fcT v^^/V 

_4_^ / V}^-d r ^)^ 7 V]_3_ (MJ^/k^-a^/k)^^y^— h(l9mg, SO^m 
oD^b^tK^^^^dmD^t^U^O/il, 36jumol)^Bx., 40°C^T1 

vbm-(iHj§i:n-^ty/^xf;k=3/l) ^T^U Mfeffl^ 
(Dtert - ^^/k 2 - fcKn^-> - 6 - [ ( { 3 ' - [ (tb^X /V^sV) ^;V\ 2' 

t^vv-i, i' -tr^^/v-4-^r/v}^v')^/v]-3- (hy^/v^-n^/v)^ 

^/xu— Ml6mg, JDt^lOO%)^#fCo 

'H-NMR (400MHz, CDC1 ): 6 12.27 (1H, s), 7.72 (1H, d, J = 8.2 Hz), 7.31 (1H, d, 

3 

J = 8.2 Hz), 7.24 (2H, d, J = 8.6 Hz), 7.25-7.13 (5H, m), 6.95 (2H, d, J = 8.6 Hz), 
5.38 (2H, s), 3.72 (5H, s), 2.19 (3H, s), 1.65 (9H, s). 
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[0301] (16-6) 

B^M(13-4)tmUKVX, #%f?!j(l6-5)-e#e>n^ltert-^/V 2-fcK 
6 - [ ( { 3 ' - [ (^h^v^/k^/^) ^)V\ - 2 ' - 1 , 1 ' - - 

/V-4-^/V}^-df-v/)^/V]-3- (h!J^/V^-n^/V)^^y^w- Ki6mg, 30 n 
mol) &&%&3i<?>m&i\&<b(12rn&, 1|X*77%)» 0 
! H-NMR (500MHz, CDC1 ): 8 12.27 (1H, s), 7.72 (1H, d, J = 8.3 Hz), 7.31 (1H, d, 

3 

J = 8.3 Hz), 7.24 (2H, d, J = 8.3 Hz), 7.25-7.15 (5H, m), 6.96 (2H, d, J = 8.3 Hz), 
5.38 (2H, s), 3.76 (2H, s), 2.21 (3H, s), 1.65 (9H, s). 
MS (FAB) (m/z): 516 ([M]*). 
[0302] (##$|17)1- (4' -{[2- (tert-^>^>^7/V^/V) -3-fcKn^>-4- (bV 
y ;V^xi^;V)^/\?jrV\3r^s\ -3-7 1* -\£7*.^/V-4 — i/vYy 

(17-1) 

###1(23-1), *5J;TX 0^m(23-3)bmm^X,4-y*tt- 2-7/V^ru 
^<>i//V ^n5K(6.0g, 22mmol) t^/V {A-7^n^-2-7;V^m7^=. 
/V)Tir^— h(3. 41g, 3X@lR^62%)^#/c 0 

*3jg-Ctt, ###1(23-3) i^^i-5X©^^tl6^^/WkSJ^^*5V^-C 

, ry/vT7V3— ;v<DWb*)K*?;— tLfzm&mM&5ox:Kx?f<>tio 

J H-NMR (400MHz, CDC1 ): 5 7.29-7.23 (2H, m), 7.15 (1H, app t, J = 8.2 Hz), 3.7 

3 

2 (3H, s), 3.64 (2H, s). 
[0303] (17-2) 

###1(28-1). ###1(23-2). ###1(9-10). *5£t^ ###J(9-1)£IU 
m^L-X, ###J (17-1) X^htiti^^ (.4-7*tt-2-7;V3m7^;V)T 
irr— Ml. 24g, 5. O2mmol) &&JfoM<DTV/l' 1- (3-7/V^ru-4' -t 
Kndrv--1, l'-t'7x^-4-^)^o7 P o/^W^- Ml. OOg, 
lR#64%)^#fc 0 

x§BX@~ete. ###j(9-io) ^=ta^i-sin^c5WSlxmsrSJSmS6o < ctj:TfT 

ofco ###1(9-1) ^a^X§^^HkX@^*DVM:, SV(Dftt>K) 
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'H-NMR (400MHz, CDC1 ): 8 7.39 (2H, d, J = 8.6 Hz), 7.29 7.15 (3H, m), 6.84 (2 

3 

H, d, J = 8.6 Hz), 5.88-5.76 (1H, m), 5.28 (1H, br s), 5.21-5.11 (2H, m), 4.58-4.55 
(2H, m), 1.73-1.69 (2H, m), 1.26-1.22 (2H, m). 
[0304] (17-3) 

03$$\(17-2)X*%btvfZ.TV/V l-(3-^/V^-n-4'-tKn^> / -l, l'-tr 
7^;V-4-s(/V)^?n-7vi/Oj3/V^i/U— M303mg, O. 97mmol) . 
, ###U(5-4)-e#^fc[2- (v^bdrv-^AO -3- -A- (h 

])7;V&xi^;V)7x.~;V]*#;*-;V(42lTa&, 1. 36mmol) ^ffi^J^^f^fflV\ 
(13-1), ##0t| ( 1 3 - 2) . ##^!J ( 2 1 - 3) , *5 £U\ ##$| (21 - 4) £ N 
tert-^/V 2- (Ty/^^i/) - 6-{[(4'-{l-[ (Ty/V^ 
iX) ~/v] ^n^n } - 3 ' - ^/v^-n - 1 , l ' - tf :7oi~/v - 4 - <4;\>) 
^>l^/V}-3- (hy^/^C2^/k)^<^y^— h(219mg, 5X@ii^42*36 

'H-NMR (400MHz, CDC1 ): 8 7.62 (1H, d, J = 8.2 Hz), 7.48 (2H, d, J = 8.6 Hz), 7 

3 

.37 (1H, d, J = 8.2 Hz), 7.30-7.18 (3H, m), 6.98 (2H, d, J = 8.6 Hz), 6.10-6.00 (1H 
, m), 5.86-5.76 (1H, m), 5.45-5.38 (1H, m), 5.29-5.24 (1H, m), 5.19-5.10 (4H, m), 
4.58-4.54 (4H, m), 1.72-1.68 (2H, m), 1.57 (9H, s), 1.26-1.21 (2H, m). 
[0305] (17-4) 

(17-3) X^htltctevt - v^/V 2 - (TV M^y) - 6 - { [ (4 ' - { 1 - 
[ (TD^t^ri/) e/^n^ntVi^} - 3 ' -^sv^rn-i, V — ^-y^^V- 
A-^^^l/'l^M-^- (Vyy/V^rv^/V)^^/^— h(219mg, 0. 35m 
mol)(D^h^fcKn7^(2ml)^|g^/k^y^(65/zl, 0. 73mmol) % & XX? , T 
Y7*^(VV7^;V*^7^)s^i?VM0) (12mg, 10. 5u mol) ^HI^Px., ^ 

mz.x2mmmwistc 0 ^mmmK^mw, mm^/^xmmvti^ tii^i 
mm ■. n - — *-*yi//m&^>v =1/2) Kxmm^tcM , n- - 
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iR*63%)£r#fc 0 

X H-NMR (400MHz, CDC1 ): 8 12.22 (1H, s), 7.69 (1H, d, J = 8.2 Hz), 7.49 (2H, d, 

3 

J = 8.6 Hz), 7.32-7.18 (4H, m), 6.96 (2H, d, J = 8.6 Hz), 5.36 (2H, s), 1.77-1.72 ( 
2H, m), 1.64 (9H, s), 1.31-1.26 (2H, m). 
MS (ESI) (m/z): 545 ([M-H] + ). 
[0306] (#%#U8) (4' - { [2- (tert-^h^^/V^/V) -Z-^Yn^y-A-^y^n 
fcVV^^vvV] v- } - 1 , 1 ' - tVx^V - 4 - &m 
(18-1) 

JCjtfe (James, R. et al., J. Med. Chem., 1980^, |?23#, p. 1350-1357.) ^fB^£ 

nttm-m -wntvv- 2 - &h^>*h^» -o-xr/^tK ( 

4. 06g, 19. 5mmol)(D^y— /V^^(65ml)^, ^-7Vh^^hU^/V(2. 35ml, 
21. 4mmol) , *3 £U\ ^kT^^e— ^ (52mg, 0. 98mmol) ^Px., ^Pft&iSitT 

Mx.. mm^/^xmm^tc 0 mmm^m^nkm^xm^u m^mm^w^x 

%t<Dl- (v^h^rvo^/V) -3-^y^Vi\l e /V-2- (p<Mr^Mr^)^<^i?V(4. 4 
9g, W91%)^#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.39 (1H, dd, J = 7.8, 1.5 Hz), 7.28 (1H, dd, J = 7.8 

3 

, 1.5 Hz), 7.15 (1H, t, J = 7.8 Hz), 5.64 (1H, s), 4.99 (2H, s), 3.63 (3H, s), 3.40 (1 
H, sp, J = 6.8 Hz), 3.37 (6H, s), 1.23 (6H, d, J = 6.8 Hz). 
[0307] (18-2) 

###1(5-3), (5-4), ###J(13-lh (13-2), :Jo£t^ # 

mm (i 3 - 3) tmni^x, 0mm us - d xn^tita - {v^y^^m - 3 

-^y^nt°/V-2-(^h^>7«h^»'<VifV(4. 49g, 17. 7mmol);^fb, Hfeffi 
^<Z)tert-^7V 2-tKndr^-3-^y^°ntVV-6- [({4' - [(^h^v^/l^ 
^/k)^/V] -1,1' -If y^/V-4--T/H^-driy)^/k]'<^y > ^— h (432mg 
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, 51^11^5%)^ 

'H-NMR (400MHz, CDC1 ): 8 11.78 (1H, s), 7.52 (4H, d, J = 8.2 Hz), 7.34 (1H, d, 

3 

J = 8.2 Hz), 7.33 (2H, d, J = 8.2 Hz), 7.08 (1H, d, J = 8.2 Hz), 6.99 (2H, d, J = 8.2 
Hz), 5.31 (2H, s), 3.71 (2H, s), 3.55 (3H, s), 3.38 (1H, sp, J = 7.0 Hz), 1.58 (9H, s 
), 1.24 (6H, d, J = 7.0 Hz). 
[0308] (18-3) 

(13- 4) tmm^X^ ###J(18-2)^#k;frfctert-y^VV 2-fcK 
- 3 — f y zfn\f)V - 6 - [ ( {4 ' - [ (y h^r isX/lstf—M y^/V] - 1 , 1 ' - \f 7 
31 - / V_4_>f / V}^-dp.-.»pt^V]^t> 0 /rn— h(432mg, 0. 880mmol)i&>£>* fi-fe 
Sft^SffBte^ ( 1 76mg, Jfc *£42%) Sr#fCo 

1 H-NMR (400MHz, CDC1 ): 8 11.80 (1H, s), 7.54 (2H, d, J = 8.2 Hz), 7.52 (2H, d, 

3 

J = 8.2 Hz), 7.36 (2H, d, J = 8.2 Hz), 7.34 (1H, d, J = 8.2 Hz), 7.08 (1H, d, J = 8.2 
Hz), 6.99 (2H, d, J = 8.2 Hz), 5.31 (2H, s), 3.71 (2H, s), 3.38 (1H, sp, J = 6.7 Hz), 
1.58 (9H, s), 1.24 (6H, d, J = 6.7 Hz). 

MS (FAB) (m/z): 476 ([M]*). 
[0309] (###|19) (4' - { [2- (tert-y>^r^/V^/V) -4-7/V^-n-3- tKn=¥ 

v^i/vvv] Hr^i/ } - 1 , 1 ' - tf ~7^~;v - 4 - 

(19-1) 

2-y/^ti-5-^/Vy^y— ;V(A. 19g, 33. 3mmol)<Z>Tirh^hy/H§^(i 
OOml) /N7*/W/VftK(3. 86g, 133mmol) , fflfcrrf^sfyJ* (6. 32g, 
66. 5mmol), $5£Xf, MJ^^WT^Xll. 6ml, 83. 3mmol)^i)Px.T, 90°Ci- 

tii^l:^f>'/fti^f/V=4/l) fcttU aM^3-y/V^-n-2-tKn^y 

mbtbtzMWfofrb. ###1(21-3), 

1* #%#J (21-4) irUfHU^LT, tert-y^/V 2- [ (tert-y>^#/V^/V) 
-3-y/^n-6-y^/V^ < &#^(624mg, 3Ig»|6%)^#fc 
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'H-NMR (500MHz, CDC1 ): 8 7.11 6.96 (2H, m), 2.33 (3H, s), 1.58 (9H, s) , 1.54 

3 

(9H, s). 
[0310] (19-2) 

##$J (21-5), 0i%M (16-4), ( 1 6 - 5), *3 «fc I*, ###| ( 1 3 - 4) t 

mWkKl^X, (19-1) t?#^7ttert-^/V 2- [ (tert-^>^>^7/V^ 

^/V)^-^]-3-^/V^-n-6-^7V^S#^(624mg, 1. 91mmol)^^* 
^m^<DWm^m (93mg ( 4X@il#l«34%) ^#7to 

_hfB##^!j(16-4) i^StSIgtft, :7^/-/kff^{££LT###!j(9-4) 
-C#ib;h^c^Vv (4' -fcKiadf->- 1, 1 ' - t-^m^/v-4— T/v) TirT"— h^ffi 

'H-NMR (400MHz, CDC1 ): 8 7.59-7.46 (4H, m), 7.33 (2H, d, J = 7.8 Hz), 7.24-7. 

3 

19 (1H, app t J = 9.2 Hz), 7.08 (1H, dd, J = 8.4, 4.5 Hz), 6.98 (2H, d, J = 8.2 Hz), 
5.28 (2H, s), 3.68 (2H, s), 1.60 (9H, s). 
MS (ESI) (m/z): 451 ([M-H] + ). 
[0311] (##{#120) (4' - { [2- (tert-^h^r^/V^/V) -4-^nn-3-tKn^>-< 
^r^Zy } - 1 , 1 ' - tr^a^/V - 4 - ^f/V) @^g| 
(20-1) 

2-^nci-5-^/V^y— 7V(5. 80g, 40. 8mmol)<DTi?h^h!J/l4§^(100 
ml)l^ s<9^/VJ*T /VfMV (4. 73g, 163mmol) „ ^^^^^(7. 76g, 81 
. 7mmol), *5j;t^ bV^^/^T^>(l4. 2ml, 102mmol) ^Px.T, 90°C^T10 

^/WO'XT/V^fcKife#fco #&tofcJfi$M&J:!>, ###J(21-3h *5±^ 
^!l(21-4)^|H#^bT, tert-^/V 2- [ (tert-^h^r^/V^^V)^^] 
-3-^nn-6-^;l/^Ifi(l. 82g, 3X@M^l|X*13%)^#fc 0 
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'H-NMR (400MHz, CDC1 ): 8 7.34-7.31 (1H, m), 7.04-7.01 (1H, m), 2.35 (3H, s), 

3 

1.59 (9H, s), 1.56 (9H, s). 
[0312] (20-2) 

(2i-5), mmm ( 1 6 - 4h mnm ( 1 6 - 5) , ( i 3 -4) t 

mm^X, (20- 1) ^t^fctert-^/V 2- [ (tert-:7>3r>#/l^ 

^;V)^>]-3-^nn-6-^/V$Ift(l. 82g, 5. 32mmol)^^ N fi-fe 
i>*^fB^^ (30mg, 4X@M|?I«1%) £#fc 0 

_h?E#%^!l(16-4) i^^i-^X@-e^, 7cny-7kf|^f*:^L-C###!j(9-4) 
X%hfitz.^/V (4' - tKn^- 1, 1 ' -tr^^/k-4— T/V) Tir^— h^rffl 

! H-NMR (400MHz, CDC1 ): 8 7.52-7.46 (5H, m), 7.33 (2H, d, J = 8.6 Hz), 7.10 (1 

3 

H, d, J = 8.6 Hz), 6.95 (2H, d, J = 8.6 Hz), 5.30 (2H, s), 3.68 (2H, s), 1.61 (9H, s). 
MS (ESI) (m/z): 467 ([M-H] + ). 
[0313] (#%^!J21) 

[5- (4- {[2- (tert-:/>^>#/l^}wV) -3-fcKn3r^-4- (Y^? ;VJrn^ 

;V) y<ls vVV] ^ v-} ^ o^/V) - 2 - 

(21-1) 

(5-2) -C#^4xfcl - (v^h^rv^/V) -2- (^h^r^hdrvO -3- (hy 
^/k^-n^/k)^i^irV(i2. Og, 42. 9mmol) ,*5j;r^\ N, N, N', N' —Th?* 
^-/Vrc^^^T^^O. 70ml, 64. 4mmol) <DTh7Wv?9^ (100ml) 
-40°C\Z.^\^Xn-y^/V])^-f7J^-l. 59M^h5>tKn:7^V2g^(40. Oml, 64. 
4mmol)^5^r^^^tTMTb/^ 0 SJ^:^«0 0 C^^oV^T15^r3m#bfcl 0 Rffcm 
^-40°C^^PLfc^, 3^b^/^(5. 3ml, 85. 85mmol)^Px., gfiiCtl 

j^mkuto m^TKxmm^m^xnhtitzmM:, i/wf/v^^u^Y 

^77^(^M:n-^fy/Si^=5/l)ia^SU Wt<D2- 
(v^hdrv^/V-) -3- (^hdrv^b^vO -l-^/V-4- (hy^/^ti^/k)-< 
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^V(7. 19g, JR^57%)Sr#^o 

'H-NMR (400MHz, CDC1 ): 8 7.44 (1H, d, J = 8.2 Hz), 7.04 (1H, d, J = 8.2 Hz), 5 

3 

.70 (1H, s), 4.99 (2H, s), 3.64 (3H, s), 3.43 (6H, s), 2.55 (3H, s). 
[0314] (21-2) 

##W21-im#fb*Lfc2- (i^hdrvo^vv) -3- (^b^v^b^) - 1 

(hy:7/V^n^VV)^<>"i?V(7. 19g, 24. 4mmol) COT^b> (100ml) 
mm^p-h^^^^m—^nmi^. lOg, 26. 9mmol)^Px.tf, 50<C 

^-(ItHil:n-^ty/Blixf;V=5/l)(a»m 2-fcKndf->-6 
-^;V-3-{W77V^rti^;V)^XT;V"f^V(4,. 65g, ft$93%)^#fc„ 
'H-NMR (400MHz, CDC1 ): 8 12.58 (1H, s), 10.32 (1H, s), 7.65 (1H, d, J = 7.8 Hz 

3 

), 6.79 (1H, d, J = 7.8 Hz), 2.67 (3H, s). 
[0315] (21-3) 

(21-2) tKn^v- - 6 -t^/V- 3 - (HJ ^/l^}-p^/V) ^ 

^XT/V-7 2 "tK(4. 65g, 22. 8mmol)(Dtert-^^7VT/V=!— /V(90ml), 1, 4 — 
SWH^OOmD, 3oJ;U\ 2-*^/ls-2-zf^(30mi)<Dm&f%%iKmmmWi 
^hy^(6. Og, 66. 3mmolK *5«fcTJ*, DA/^Zl^K^hy^A— ^Kfpi^l (6. Og, 4 
3. 5mmol)<W^(40ml)£MTUcfL ^fcTlH#W«#Ufco B^f&^zk 

n-^i^-^fflV^^U *Sfe(D2-tKn^>--6-^/V-3- (by^/V^t^ 
^vV0£S#Bfe(4. 21g, W84%)^#fc 0 

'H-NMR (400MHz, CDC1 ): 6 11.73 (1H, s), 7.63 (1H, d, J = 7.8 Hz), 6.84 (1H, d, 

3 

J = 7.8 Hz), 2.67 (3H, s). 
[0316] (21-4) 
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(21-3) -e#£>*bfc2 - tKn^ri/ - 6 - 3 - (MJ ^/V^-n^^-/V) ^ 

S#gfe(4. 21g, 19. lmmol)(Dtert — ^f^-;VT/V=i— ;V — •7 L b9fcKt*:79>'(2: 1, 
60ml)^^^, N, N-^^/kT^y^y^CO. 7g, 5. 7mmol) % *5«fcTJ«, H 
^^^-tert-^/HXtBuOCO) 0](16. 7g, 76. 5mmol) Sr^D^ 60^^X3^ 

2 

»W^:n-^^>'/g^il^/V=9/l)JCt«5»5tU tert-^/V 2-[(t 
— h(6. 27g, I«87%)£#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.53 (1H, d, J = 7.8 Hz), 7.17 (1H, d, J = 7.8 Hz), 2 

3 

.43 (3H, s), 1.59 (9H, s), 1.53 (9H, s). 
[0317] (21-5) 

&f%M (21-4) X-nhntctert - ^/V 2 - [ (tert - TY^*/* ArK^/V) 
^1—6—^/1^—3— (hVyfr^rn^/V)^.^^— h(18. 6g, 49. 6mmol)(DE 
*&ftl^ (400ml) N-7"PW/^K(9. 70g, 54. 5mmolK fecttf 

^xy) ^J;«9iftBU tert-^/V 6- (^n^e^/V) -2- [(tert-^H^ioM' 
^-/k)^-df-^]-3-(hy^/^ci^/k)-<^y^— h(ll. 66g, M52%)£r# 

/>_o 

'H-NMR (400MHz, CDC1 ): 5 7.64 (1H, d, J = 8.2 Hz), 7.40 (1H, d, J = 8.2 Hz), 4 

3 

.60 (2H, s), 1.63 (9H, s), 1.52 (9H, s). 
[0318] (21-6) 

4- (4, 4, 5, 5~Th9^/^-l, 3, 2-v ? ^^t2^-2-^/V)7^y— /V 
(0. 8g, 3. 65mmol) 3o =fctX ^Cfi^ (Jackson, P. M. et al., J. Chem. Soc. Perkin Tra 
ns.l., 1990^, Ull^, p. 2909-2918) ^fE^frfc^^^oT^^Lfc^/V 

2-^-^^/V)T±y L — Ml. 00g, 4. 01mmol)(Oh/V^^-^7— 
/K5:l, 24ml)fM^mt-, by* (i^^y^VT^X) ^7^17^(0) (110m 
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g, 0. 12mmolh hV — o — bV/^^4> (61mg, 0. 2mmol), &£Tf^ 2N-^ 

m^bw^Mm (4mD itMTckM^ 80°c^r3B#FNm#b^c o Rj&mz7k&&.€ 

[5-(4-tKndf-^^/V)-2-^^/V]T-fe^— h(0. 73g, I&^77%)^# 
'H-NMR (400MHz, CDC1 ): 6 7.41 (2H, d, J = 8.6 Hz), 7.00 (1H, d, J = 3.5 Hz), 6 

3 

.85 (1H, d, J = 3.5 Hz), 6.80 (2H, d, J = 8.6 Hz), 4.89 (1H, s), 4.19 (2H, q, J = 7.0 
Hz), 3.80 (2H, s), 1.29 (3H, t, J = 7.0 Hz). 
[0319] (21-7) 

###y (i6-4). mmm ( 1 6 - 5), j; u\ mnm (9- io) tmrn^vx^ mm 

ffl (2 1 - 5) Xmhtltitert - 6 - i^n^^f-fV) - 2 - [ (tert - :7>3rv-# 

;V^^/V)tti/~\-Z- (bV7 /V^xi^jV) s<^/^-~- h(366mg, 0. 8mmol) , & 
XXf^ 0^m(21-6)Xnhntc^/^ [5- (4-tKn^r^^/V) -2-^ 
^]7tT-b(211mg, 0. 8mmol)d^^fefe v ^(Z)^|B{b^(56mg, 3X@ 
Mj|MU4%)£#fc 0 

_LfE###tl(16-4) i^^t^Igtii, i£^LT^g|i?^^(D^<9^gl 
'H-NMR (400MHz, DMSO-d ): 6 12.58 (1H, s), 11.44 (1H, s), 7.82 (1H, d, J = 7.8 

6 

Hz), 7.56 (2H, d, J = 7.8 Hz), 7.29 (1H, d, J = 7.8 Hz), 7.23 (1H, d, J = 3.5 Hz), 7. 
02 (2H, d, J = 7.8 Hz), 6.91 (1H, d, J = 3.5 Hz), 5.35 (2H, s), 3.81 (2H, s), 1.56 (9 
H, s). 

MS (ESI) (m/z): 507 ([M-H] + ). 
[0320] (###122) (4' - { [2- (tert-^h^^/VzJwV) -3-1^*13^—4- (hV7 
/V^-n^/V)^<^v ? /V]^-^>}-2-^hn-l, 1' -tf^^/V-4 — fMW&k 
(22-1) 

###1(9-2). ##011(21-5), ###1(23-1). &£Tf, ##M(15-4)£|^ 
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mz.L,X,4-*h**S7^~MZ?m(17. Og, 112mmolh 33^4-^-2 
^htih/V3z^(22. lg, 102mmol)/^£>. (4'-tFn^-2-^FP-l 
, V-}fy^;v-A-^;v)T^T— h(3. 53g, 4X@M^iWl2%)£:#fc 0 
'H-NMR (500MHz, CDC1 ): 8 7.73-7.69 (1H, m), 7.52-7.47 (1H, m), 7.41-7.36 (1 

3 

H, m), 7.18-7.10 (2H, m), 6.94-6.86 (2H, m), 3.80-3.67 (5H, m). 
[0321] (22-2) 

###11(16-4). (16-5). *3j;t^ ##^!l(9-10)^^^bT, 

->f;>)T*f-Kl. 71g, 3. 76mmol) % *3,fct^ ##$J (21 -5) ^It^fctert 
-^^-/V 6- (^ti^e^/v) -2- [ (tert-^h^^/VTjf^/V)^-^] -3- (HJ 
7;Vtn^/V)^/x-h(i. 08g, 3. 76mmol)a^ Jt&$ft3ffc0>$SiBffr&4& ( 
138mg, 3X@M»»t5^7%)£#fco 

'H-NMR (400MHz, CDC1 ): 6 7.75 (1H, d, J = 1.2 Hz), 7.69 (1H, d, J = 8.0 Hz), 7 

3 

.50 (1H, dd, J = 8.0, 1.2 Hz), 7.38 (1H, d, J = 8.0 Hz), 7.26-7.19 (3H, m), 6.94 (2H 
, d, J = 8.0 Hz), 5.35 (2H, s), 3.76 (2H, s), 1.63 (9H, s). 
MS (FAB) (m/z): 547 ([M]*). 
[0322] (###123) (4'- { [2- (tert-^^v^/l-^/V) 4- 

(23-1) 

4-^n^e-2-^/V^-n^>'v ; /V^n5K(5. OOg. 18. 7mmol)©x^/-;V- 
2f<(3:l, 40ml)m^^S^. ^7yft*l)^(l. 3g, 20mmol) 60°C\Z.X 

tr-ci^u M^a^hy^^-e^Mb^o umr^xmm^^xnhntim 

JfitHSU *ifeia#:^)(4-^ci^e-2-^/V^-n^^/V)Tirh^M;/K3. 75g, JR 
^94%)£#fc„ 

'H-NMR (400MHz, CDC1 ): 8 7.35-7.26 (3H, m), 3.72 (2H, s). 

3 

[0323] (23-2) 
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(23-1) -e#£>*bfc (4 - zfti^r - 2 - ^/V^-n^m^/V) T-feh^hy/V(3. 
Og, 14mmol) „ 4 (4, 4, 5, 5—^9^/^—1, 3, 2 -^f^P7 

y-2-^/V)7i/- /V(3. 45g, 14mmol)cDN, N-v^^/VTirhT^K-Tk (20: 
1, 31. 5ml) ^h7 d r^(hy^^/V^^^V^^v ?, 7A(0)(317mg 
, 0. 274mmol) , JOX ^^y f 7^(4. 5g, 32. 6mmol) 100°C^T2 

, *s£Tfi s maim&^mvtifefru m^mwtrbv^j^mkuto mmr^xm 

-1, 1* -\f?^=.7V-4 — f/U)T±b=-bV/>(2. 9g, iR^91%)Sr#fCo 
'H-NMR (400MHz, MeOH-d ): 8 7.50-7.34 (5H, m), 6.87 (2H, d, J = 8.8 Hz), 3.9 

4 

2 (2H, s). 
[0324] (23-3) 

##^!j(23-2)-e#^fc(3-^/V^-n-4' -fcKn^— 1, 1' -tf^^/V- 
4— T/V)Tir h^hy/K2. 4g, llmmol) \ZJgm( 10ml) , *5j:tf % 10ml) 

o ^ffiT^-C^b-C#^fcM^ry/VT/v=3— /K20ml), *3j;t^ WiKSfeCl 

. 5ml)^jlR^PX.fc^, ^i&l£TlB#|iO*#Ufco H^^tM-?^ gjsfifcn^vk 

mrrbyvj^mmuto mf^T^xmm^m^xnhtitdmm^v^/^^ 
?v~^b?774— mmmm:n-^^xmm^/^= 5/1-2/1) K^mm 

U M&MW-<DT))/v (3-7/\s3ru-4' -tKn^v-l, l'-fVcn— /v-4-^r 
/V)Tir^— h(2. Og, 2XmiS#W66%)^#/c 0 

*H-NMR (400MHz, CDC1 ): 6 7.42 (2H, d, J = 8.4 Hz), 7.31-7.21 (3H, m), 6.86 (2 

3 

H, d, J = 8.4 Hz), 5.97-5.88 (1H, m), 5.32 (1H, app d, J = 16.4 Hz), 5.24 (1H, app 
d, J = 10.4 Hz), 4.96 (1H, br s), 4.64 (2H, app d, J = 6.0 Hz), 3.73 (2H, s). 
[0325] (23-4) 
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4' — tKndrV 1, V -\£~7^^;V— 4 — ^Ttf-FO. lOg, 10. 9mmol), 
*5J;TX ##^l(5-4)-t?#^>ttfc[2- (v^h^^/V) -3- (^h^c^h^y) ~ 
4-(hy^/V^-n^/V)^^/V]^y— /V(3. 70g, 12. Ommol) 

^ry/v (4' - { [2- (^h^r^^/v) -3- (^h^-^h^» -4- (hj^ac*- 

n^/v) ^O-v^/Vl^-^ri/} — 3— - 1 - 1 ' - t^^^./V-4-^/V) Tir^ 
— M3. 89g, lR^61 

'H-NMR (400MHz, CDC1 ): 8 7.57-7.56 (2H, m), 7.47 (2H, d, J = 8.4 Hz), 7.29-7. 

3 

22 (3H, m), 7.03 (2H, d, J = 8.4 Hz), 5.97-5.87 (1H, m), 5.77 (1H, s), 5.53 (2H, s), 
5.30 (1H, app d, J = 17.2 Hz), 5.23 (1H, app d, J = 10.4 Hz), 5.04 (2H, s), 4.63 (2H 
, app d, J = 5.6 Hz), 3.72 (2H, s), 3.67 (3H, s), 3.49 (6H, s). 
[0326] (23-5) 

m^M (13-2) tmMKL-x^ m^m (23-4) -cnhtitcrv^ (4' - { [2- (^ 

h^v^VV) -3- (^b^ci/^h^y) -4- (Y^7V^rn^;V)-<y^;V^^iy} - 
3 - 7AsJrvi — 1 — 1 ' — \fy^.=.;V - 4 - T±"r— M 3 . 89g, 6. 7mmol)^t 

, ^^fes^ry/v (4' -{[3- (ry/v^-^» -2-*m^a-4- (hy^/v^- 

n^/^^^/Vl^-^l-S-^/V^-n-l, 1' - \£-7^.~/V-4 — i;V)T^T— 
b(2. 52g, lU($71%)r#fc„ 

! H-NMR (500MHz, CDC1 ): 5 10.55 (1H, s), 7.88 (1H, d, J = 8.5 Hz), 7.78 (1H, d, 

3 

J = 8.5 Hz), 7.52 (2H, d, J = 8.5 Hz), 7.33-7.25 (3H, m), 7.06 (2H, d, J = 8.5 Hz), 
6.16-6.08 (1H, m), 5.96-5.89 (1H, m), 5.52 (2H, s), 5.49 (1H, dd, J = 17.5, 1.5 Hz) 
, 5.38 (1H, dd, J = 10.0, 1.0 Hz), 5.31 (1H, dd, J = 17.0, 1.5 Hz), 5.24 (1H, dd, J = 
10.0, 1.0 Hz), 4.64 (2H, app d, J = 5.5 Hz), 4.60 (2H, app d, J =5.5 Hz), 3.73 (2H, 
s). 

[0327] (23-6) 

##^!)(23-5)Tl#^fcTy/V (4' -{[3- (T^M^y) -2-*/V5/V-4 
- (by^/V^-n^/V)-<^/V]^-^}-3-^/V^-n-l, 1' -\fy^;V- 4- 
^)7tf-h(2. 52g, 4. 8mmol)<Dtert-^7VT/V^— /k(51ml), 1, 4- 



WO 2006/004030 



PCT/JP2005/012185 



205 

v?:*-3rlJ->-(17mlK *3,fct^ 2-^/V-2-^^(17ml) ^JH^^-M*^ 
^-hU^(2. 6g, 29mmol) N *5 <9A/^^^K#-f-MJ^^7K^P^ (2. 6g, 19 
mmol)(D7K^(22ml)^Tb^, ^UlCX90ftmWkWL,ti o 

Oml), 2-^/V-l-^n^>'(150mlK ffiWi (lml) &M#tfJtt%.. ^UX 

&mLtco m)±T^xmm^^xnhtittmm^v^/^9^^b^^ 

(Dtert-^/V 2- (TVM^y) - 6- [ ({4' - [ (TV/Vtti/Jj/V^/V)*?- 
;V\ -3' l'-t , 7x-;v-4-^}^y)^;v]-3- {bV~7/V 

^-n^/k)-<^y^-h(2. 38g, iW83%)£#fc 0 

X H-NMR (500MHz, CDC1 ): 8 7.64 (1H, d, J =8.5 Hz), 7.50 (2H, d, J = 8.5 Hz), 7. 

3 

39 (1H, d, J = 8.5 Hz), 7.31-7.23 (3H, m), 7.00 (2H, d, J = 8.5 Hz), 6.11-6.03 (1H, 
m), 5.96-5.88 (1H, m), 5.43 (1H, dd, J = 17.5, 1.5 Hz), 5.31 (1H, app d, J = 17.0 
Hz), 5.28 (1H, app d, J = 10.0 Hz), 5.24 (1H, app d, J = 10.0 Hz), 5.16 (2H, s), 4.6 
4 (2H, app d, J = 6.0 Hz), 4.58 (2H, app d, J =5.5 Hz), 3.73 (2H, s), 1.58 (9H, s). 
[0328] (23-7) 

###!l(23-6)-e#^fctert-^7V 2- (TVA'tti/) -6-[({4'-[(T 

V A<$~ ;v)^/v~\ -3' -7>vHrxi-\, l' 

i/)^/V]-3-(MJ^/k^-a^/k)^<^y^-h(790mg, 1. 32mmol)<D^h^t 
Kt2:77>-(8ml)|§?S^e/V*y^(0. 27ml, 3. 3mmol) % 3o£Tf, Tb9^ {bV7 
^—/VfcXZrj^s-t^lt&MO) (57mg, 0. 049mmol) grJlR^PX., ^.^TlRf 

mt&m&^m&ffifru m^mst^bv^^mkuto imr^xms^m^ 
\^xnbntcmm^v^/^9^u^h^yy^—mmmm:n-^^ym 
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! H-NMR (500MHz, CDC1 ): 8 12.26 (1H, s), 7.71 (1H, d, J = 8.5 Hz), 7.52 (2H, d, 

3 

J = 8.5 Hz), 7.32-7.26 (4H, m), 6.98 (2H, d, J = 8.5 Hz), 5.38 (2H, s), 3.76 (2H, s) 
, 1.65 (9H, s). 

MS (ESI) (m/z): 519 ([M-H] + ). 
[0329] (#%#ij24) (4' - { [2- (tert-^h^^/V^/V) -3-fcKn^V-4- (bV7 
;V^rvi^;V)^<^J;V']^r^y}-2-^;V-l, 1' -\?7^/V-4 — f/WIfcfife 
(24-1) 

^Cftfe (Hanessian, S. et al., J. Org. Chem., 2003^, H68#, p. 7204-7218) (CiBife 
$^lfc^^oT^Lfcl-^n^-4- (^n^^/V) -2-^/W^-eV 

^mmmm-m^\ ##$1(23-1). &>z.^ ^^(23-2) tmm^m^xv, 

MM&mW-<v(4' -MYvi^-2-^;v-i, 1' -}fy^=.)V-^-4jv)T^zY=- 

hy/K969mg, I|X*76%)^#fc 0 

X H-NMR (400MHz, CDC1 ): 8 7.23-7.16 (5H, m), 6.89 (2H, d, J = 8.4 Hz), 4.86 (1 

3 

H, br s), 3.75 (2H, s), 2.28 (3H, s). 
[0330] (24-2) 

m^m (23-3) tmmK^x, mmm (24- d -e#e>^ (4' -tKp^-2-^ 

l , -tr^^/k-4--i'/k)Tirh^hy/k(969mg, 4. 35mmol)^ib, M 
M&WVt&TV/l' (4'-tKn^>-2-^/V-l, l'-lf^^/V-4 — l7V)T 
-fe^r— Ml. 19g, W97%)^#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.20-7.13 (5H, m), 6.86 (2H, d, J = 8.8 Hz), 5.98-5. 

3 

89 (1H, m), 5.32 (1H, app dd, J = 17.2, 1.6 Hz), 5.24 (1H, app dd, J = 10.4, 1.6 Hz) 
, 4.84 (1H, br s), 4.63 (2H, app d, J = 5.6 Hz), 3.65 (2H, s), 2.25 (3H, s). 
[0331] (24-3) 

##^!)(24-2)-e#^>ttfcTy/V (4'-£Kp3r^-2-^VV-l, l'-tf^o^ 
/V-4-^/V)Tir^— h(l. 20g, 4. 3mmol) , £U\ #%$J (5-4) tr#^fc[ 
2- (v^r-^rvO^/V) -3- (^h^i^h^/) -4- (hy^/l^f-n^/V) 17^/k]^ 
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84 g) 6. ommoi)&tummw-iz.m\<\ mmmas-D.mmmds- 

t - 2 - (Ty/V^-=3rv^) - 6 - [ ( {4 ' - [ (Ty/Vtti/Jj/Vtf^/V) - 
2' -p^VV-1, 1' - fV^/V-4-^/V}^-^»^/V]-3 - (bV^/V&vi^T- 
/V)-<^y^-h(i. 26g, 4X@il^tJR^46%)Sr#fc„ 

'H-NMR (400MHz, CDC1 ): 6 7.66 (1H, d, J = 8.4 Hz), 7.42 (1H, d, J = 8.4 Hz), 7 

3 

.23 (2H, d, J = 8.4 Hz), 7.18-7.13 (3H, m), 6.97 (2H, d, J = 8.4 Hz), 6.12-6.02 (1H 
, m), 5.98-5.89 (1H, m), 5.43 (1H, dd, J = 16.8, 1.2 Hz), 5.34-5.23 (3H, m), 5.16 (2 
H, s), 4.63 (2H, app d, J = 5.6 Hz), 4.58 (2H, app d, J = 5.6 Hz), 3.65 (2H, s), 2.25 
(3H, s), 1.58 (9H, s). 
[0332] (24-4) 

0f%M(6-2)tmmz.VX, #%^!l(24-3)-e#^7btert-^/V 2— (TV 
/Vtti/) - 6 - [ ( {4 ' - [ (TVA'tt isX/lstf^/V) ^;V\ - 2 ' ~^/V -1,1' 
-}fy^.^;v-4-^;v}^r^iy)^jv~\-3- (hy^/^n^/k)^^y^-h(i. 
26g, 2. lmmoD^f), te&&MV>ffl£&&1h (652mg, lfc*60%) £r#7t 0 
'H-NMR (400MHz, CDC1 ): 6 12.27, (1H, s), 7.72 (1H, d, J = 8.0 Hz), 7.30 (1H, d 

3 

, J = 8.0 Hz), 7.26-7.23 (2H, m), 7.20-7.15 (3H, m), 6.95 (2H, d, J = 8.8 Hz), 5.38 
(2H, s), 3.68 (2H, s), 2.27 (3H, s), 1.65 (9H, s). 
MS (FAB) (m/z): 516 ([MIX 
[0333] (##M25) (4' - { [2- (tert-^h^^/VzJwV) -3-fcKn^>-4- (bV~7 
/V^-ci^/V)^Ov ? /V]^-^>}-2-^h^-l, 1' — tf^arvl/— 4 — WHi 
(25-1) 

iMf#(J(13-l)£|WMSI^LT, ###!l(5-4)-e#^fc[2- (v^h^rv-^/V) 
-3-(^hdr^h^v-)-4-(hyy/V^-n^/V)y^/V]^y— /V(3. OOg, 9. 
66mmolh *5,fct^ 4-^7x/- /V(2. OOg, 11. 6mmol)j&>t>, 1 — [(4 — ^ 

-2- (v^h^^/V) -3- (tb^tb^-is) -A- (bV7 
;v^rn^;v) ^^ifV (3.46g, i&^77%) £r#fc 0 

J H-NMR (400MHz, CDC1 ): 8 7.56 (1H, d, J = 8.6 Hz), 7.49 (1H, d, J = 8.6 Hz), 7 
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.35 (2H, d, J = 9.0 Hz), 6.86 (2H, d, J = 9.0 Hz), 5.75 (1H, s), 5.46 (2H, s), 5.03 (2 
H, s), 3.66 (3H, s), 3.47 (6H, s). 
[0334] (25-2) 

mnm (21 -2) , *s mmrn (21-3) trnmi^x^ (25 - d -c#e> 

tWcl - [ (4-^n^^/^»^/V] -2 - (v^b^v^/V) -3 - (^H^v^b 
drv-)-4-(hU7/V^-n^7V)^<>"gV(17. 6g, 56. OmmoD^t, 6- [(4-^ 
n^e^/drv')^/V] -2-fcKn^>/V-3- (MJ7/V^-n^/V)^S#^(12. 
Og, 2X@fflgJte^55%)£#fc 0 

! H-NMR (400MHz, CDC1 ): 6 12.24 (1H, S), 7.77 (1H, d, J = 8.0 Hz), 7.40 (2H, d, 

3 

J = 9.0 Hz), 7.29 (1H, d, J = 8.0 Hz), 6.80 (2H, d, J = 9.0 Hz), 5.38 (2H, s). 
[0335] (25-3) 

##00(21-4). *5 J; ##00(16-5) ^InMSSlJlLT, ##0fl(25-2)-C#£> 
[(4-^n*7x/H / )^] — 2— fcKn^p-V/W— 3— (hU^/l^n^/^ 
)^&#&(3. 22g, 8. 23mmol)y0^ % tert-^^/V 6- [ (4-^^^^/^) 
^/W]-2-tKn^-3-(hy7/W^-n^/V)^<^y'^— h(2. 26g, 2X©il^ 
Jfci£61 %)£#*:„ 

'H-NMR (400MHz, CDC1 ): 8 12.24 (1H, s), 7.69 (1H, d, J = 8.2 Hz), 7.40 (2H, d, 

3 

J = 9.0 Hz), 7.21 (1H, d, J = 8.2 Hz), 6.80 (2H, d, J = 9.0 Hz), 5.30 (2H, s), 1.62 ( 
9H, s). 
[0336] (25-4) 

##0!| (25-3) -e#£>*tfctert - Zf^fV 6 - [ (4 - -fn^^J^y) - 2 

-fcKn3f">-3- {VVysV^rv^/V)^^/^— h(10. 2g, 22. 8mmol)©^f 
/VK/Vfc^VWlfc (200ml) 4, 4, 4', 4', 5, 5, 5', 5' -^^WVV-2, 2' 
-tf— 1, 3, 2-v J ^-dr^V^[tf^(t:°^=!7— b)-^#n>\ 7. 36g, 29. Ommo 

l], Ei,i' -\?M^^—^^74S)7^^sW?xivis<7i?VM\\) -^pny 

OOg, 1. 36mmolh *5j;l^ 41g, 75. 6mmol)£r 

MtUiM^ 70°C^T3. 50#P 3 m#b7t o SJ&$c£2M-&£\ g^^/V-CtttHUc: 

'4k, warn*. *(2im), ma&mfo-cmfcffifru m^mm^-hv^'c 
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4— mmmm n - -^^-^xmm^/^ =5/1-1/ d ic-ofitsu tert - 

/V 2-tKa^>-{[4- (4, 4, 5, 5-^h5^Vk-l, 3, 2-> f ^^a^- 
2-^/V)^^/dr^]^/V}-3-(hU^/V^-ti^/V)^<^y^— h(H. 3g, JR^9 

'H-NMR (400MHz, CDC1 ): 6 12.27 (1H, s), 7.77 (2H, d, J = 8.8 Hz), 7.69 (1H, d, 

3 

J = 8.4 Hz), 7.25 (1H, d, J = 8.4 Hz), 6.92 (2H, d, J = 8.8 Hz), 5.34 (2H, s), 1.33 ( 
9H, s), 1.26 (12H, s). 
[0337] (25-5) 

(4 — ^^>C7ai=:/V)T-fe^— 70g, 8. 66mmol)CD 
^fc^l^lg^teOml)^ try^(2. 10ml, 25. 9mmol) , H*hy7;^n^^ 
^^WaJCHCl. 61ml, 9. 53mmol), *5j;t^\ 4-v ? ^/VT$yt°yv > ^(30mg, 
0. 25mmol)^P^L. 7R^Tt-T10^*#UtiL ^fifcT20#|iaSH£Ufco K 

»^!)*^7^o^b^- (^W^m-^iJ-^/^^/v 
= 2/1) fc-OfitSJU p<^vv (3-^h^r^-4-{[(hy^/V^-n^/V)^/V^/V] 
^17x^)7^- h(2. 84g, I(X^99%)^#fCo 

! H-NMR (400MHz, CDC1 ): 5 7.14 (1H, d, J = 8.2 Hz), 6.96 (1H, s), 6.86 (1H, d, J 

3 

= 8.2 Hz), 3.90 (3H, s), 3.71 (3H, s), 3.62 (2H, s). 
[0338] (25-6) 

###J(12-2h *3«fct* &mm(9-10)bW8t\ZlX^ ##0tl(25-4)~e#£> 
ftfctert— ^^VW 2— tKn^V- {[4- (4, 4, 5, 5-^h^^/k-l, 3, 2-v? 

MlOOmg, 0. 20mmol) , *5 XXI, (25-5) ^^frfcp^vV O-^HfS' 

-4-{[(hy^/V^-n^^-/V)^/V^/V]^> / }^^— /WT-fe^— h(79mg, 0. 2 
4mmol)^b, &Jtfe*&*©&fBfb-a^»(43mg, W40%) £#fc G 
J H-NMR (400MHz, DMSO-d ): 8 8.78 (1H, s), 7.79 (1H, d, J = 8.4 Hz), 7.39 (2H, 
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d, J = 7.2 Hz), 7.27 (1H, d, J = 8.4 Hz), 7.17 (1H, d, J = 8.0 Hz), 6.99-6.96 (3H, m) 
, 6.86 (1H, dd, J = 8.0, 1.2 Hz), 5.34 (2H, s), 3.72 (3H, s), 3.57 (2H, s), 1.55 (9H, s 
)- 

MS (ESI) (m/z): 531 ([M-H] + ). 
[0339] (##$J26) (4' - { [2- (tert-^h^r^/l^-AO -3-fcKn:Sf^-4- (HJ:7 

###11(16-4). (16-5). *3j;t^ ##^!l(9-10)^^^bT, 

#U(12-3)-e#^7tp<^7V (2-^nn-4'-fcKn^V-l, 1' -lf7m~/V-4 
-^l7V)Ti?^— h(150mg, 0. 54mmol) *5 it>\ ##$|(21-5)^#k;ftfctert 
-^^-/V 6- (^n^^/V) -2- [ (tert-^h^^/VTjf^/V)^-^] -3- (HJ 
y/Vt^f/^^^/x- h(455mg, 1. OmmoD^b, tS'fe^fE^'^^ (46mg 
, 3XSa||LJR*15%)Sr#^o 

'H-NMR (400MHz, CDC1 ): 8 12.28 (1H, s), 7.72 (1H, d, J = 8.0 Hz), 7.42 (1H, d, 

3 

J = 2.0 Hz), 7.39 (2H, d, J = 8.4 Hz), 7.32-7.28 (2H, m), 7.24 (1H, dd, J = 8.0, 2.0 
Hz), 6.97 (2H, d, J = 8.4 Hz), 5.39 (2H, s), 3.69 (2H, s), 1.65 (9H, s). 

MS (FAB) (m/z): 536 ([M]*). 
[0340] (#%$J27) (4' - { [2- (tert-^h^^/V^/V) 4- (hV7 

;V^X3^;V)^Z/i?;Vtt^i/}-2-yy7/V3rxi}t.?-;V-l, 1' -lf^^/V-4- 

(27-1) 

[4_^ nn _ 3 _ {\*yz7/V7»m^;V)-7^~;V~\^;—/V(2. OOg, 9. 59mmol) 
<DTb7th*v77>M$fc(l2inl)K,7k%}TKX, EH^^if (3. 48g, 10. 5mmol 
K hV^^7P^^^(2. 75g, 10. 5mmol)^Pifcf, ^jcriR# 

7^^n-7^77^f- (?§ tUmm : n - -^^/g^^/V = A/ 1 - 2/ 1 ) \C & «9 
ItSLT, 4- (^n^e^/V) -l-^titi-2 - (hy^^-t2^/V)-<^V^#^ 
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/-/V-*(3:l, 20ml)$&£*$g$£U^ v^T^^U^ (687mg, 10. 5mmol)^P 
=f-;V=A/ 1 - 2/ 1 ) fcfaU ftMcO [4-^nn-3- ( hU ^/V^-n^^-/V) ^—/V] 

ioo°c-e2B#r^«#bfc 0 K^Sr^at-MUfc^ i&\zmM^WL^^xm&\^ 

o MffT^T^^^L. fiI©[4-^nn-3- (hy^/^ti^/V)^^/^] 

mmzmtio nhntLm.mm-^y-^(i2m\) ^xu, mmma. omd&mx. 
50°cxmmmwi.tc o Rmm^mmcmu m^rxmm^m^tc 0 mm^ 

fcfru mTkmm-rhyv^x&rnistco uj±rxmm^m^xnhthtcmm^y 
yjjsf/ujjy^wh^yj— mmmm n - ^y-^/mm^/i- = io/d k 

XmUU ^f;V[4-^nn-3- (hy7/^n^)7x^]TtT-b(l. 08g 
, 2X@Mj|l«45%)£#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.58 (1H, d, J = 2.0 Hz), 7.45 (1H, d, J = 8.0 Hz), 7 

3 

.37 (1H, dd, J = 8.0, 2.0 Hz), 3.70 (3H, s), 3.64 (2H, s). 
[0341] (27-2) 

(27-1) Ti#fb;Jx/c^vH4-^tm-3- (hU^/V^n^/i^^rvv] 
Tir^— M51mg, 0.20mmol), $5£Tf, (25-4) -e#e>tlfctert-^/V 

2-tKt3driy-{[4-(4, 4, 5, ^-TYy^fV- 1, 3, 2- ^^r^n^V-2 
-^/V)^^y^]^/V}-3-(MJ^/V^-n^/V)^^y^— hdoOmg, O. 20 
mmol)COh/V^^(2. OOml)^^^, y^H^D^A (127mg. 0. 60mmol) , gfc 
^^7v^A(8. OOmg, 40 m mmol) „ $oXU, 2- (v'^n^dr^/V^^/) - 
2', 6'-v ? ^=arv'-l, l'-tf^ ; n^/V(S-PHOS) (16mg, 40 ix mol) &jj\\X_fc 

60 o c{-T6H#r B m#bfc o Rj&m&m.mz.muz&. m^^mm^^x^] 
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mmmm ■. n - ^^/mm.^^ = a/ 1-2/1) khu (tert - 

/v 2-tKn^-6-[({4' -WY*i/Jj/v^/v)^;v^-2' -W^/V^rn^ 
=f-7V-l, l'-t'7x^-4-^}^)^f/V]-3- (hy^/V^-n^/V)^^ 
- h (85mg) &#fc 0 

mhtitmmm (85m g ) ^###1 0-10) ^#^L/r, mm^BM^mm^ 

^(24mg, 2Xmii#W44%)^#^ 0 

! H-NMR (400MHz, CDC1 ): 8 12.27 (1H, s), 7.71 (1H, d, J = 8.0 Hz), 7.65 (1H, s) 

3 

, 7.48 (1H, d, J = 7.6 Hz), 7.31-7.24 (4H, m), 6.94 (2H, d, J = 8.4 Hz), 5.36 (2H, s) 
, 3.75 (2H, s), 1.62 (9H, s). 
MS (ESI) (m/z): 569 ([M-H] + ). 
[0342] (###|28) 1- (4' - { [2- (tert-^h^v^/k^/H -3-fcKn^->-4- (HJ 
^/k^-n^^/k) ^^/V]^^} -1,1' - If ^ji^/V-4 — </V) ^n/o/Ny^ 

(28-1) 

#%^!)(9-l)-e#^fc^/V (4-^o*7i-;V)Ttf- h(5. 73g, 25. 0 
mmol)©N, N-S^^/l^/l'AT^KCSOniDi^fc. 0 o C^oW-C, TRUt^^-hy^ 
A(55%?fttt) (2. 40g, 55. Ommol)^PX.fc#, ^M^T10^^«#b^o Kfo 
m^0°C{O^mU 1, 2— ^13^3^(2. 37ml, 27. 5mmol) fc&PjfcfcfL MM 

-f-hy-7^-e^Mb/' 0 ^ffiT^T^^#*UT#^rca^>y^^/^7A^ 

P^h^^-(^m^:n--^dr^/^^/k=9/l)^-C**MU W<Z> 
t^/V l-(4-^u^zr.^/Vys?u^us<l/%/V7$3ri/]/--y(2. 97g, 1^47% 
)^#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7 A3 (2H, d, J = 8.2 Hz), 7.22 (2H, d, J = 8.2 Hz), 3 

3 

.63 (3H, s), 1.63-1.59 (2H, m), 1.18-1.14 (2H, m). 



WO 2006/004030 



PCT/JP2005/012185 



213 

[0343] (28-2) 

B3$M (23- 2) tmmzVX, #%f?!j(28-l)-e#e>n^i^/V 1 (4 
7x^As)i/?u7vs<ls#A*$>%-i/U~-H2. 96g, 11. 6mmol) % *3 £U\ 4- (4, 4 
, 5, 5-^h5v^VV-l, 3, 2-^WP7y-2-^;V)7x/- ;V(2. 55g, 1 
1. 6mmol)^t,, &&MJfi<D^;V 1 - (4' -bRn^- 1, 1 ' -tfT7m^/V-4 
-^/^^n^ny^^/V^v^l/— h(2. 49g, 1^80%) £r#fc 0 
'H-NMR (400MHz, CDC1 ): 8 7.46 (2H, d, J = 8.2 Hz), 7.44 (2H, d, J = 8.6 Hz), 7 

3 

.36 (2H, d, J = 8.2 Hz), 6.86 (2H, d, J = 8.6 Hz), 4.95 (1H, s), 3.64 (3H, s), 1.65-1. 
61 (2H, m), 1.24-1.20 (2H, m). 
[0344] (28-3) 

#%$i(9-io), $o£xf, (34- i)tmm\z.vx, mnm(28-2)xnh 

fhtz.^;v l-(4'-tKn^-i, l' -\f7^;v-A-^(;v) -yZnzfns^Jjjv 
h(2. 49g, 9. 28mmol)/5^, Sfe^^TU/V 1- (4' -fcKn^iX- 
1, l'-tf^^/V-4 — iJVYy^nzfn/^^j;V^l/^— h(2. lg, 2XfSi&*7 
7%)£#*: 0 

#X@-CkJ\ ##^>J(9-10) ^@^i-§*P7K5>»X@^J^tM60°C^T^To 
'H-NMR (400MHz, CDC1 ): 8 7.47-7.41 (4H, m), 7.37 (2H, d, J = 8.2 Hz), 6.85 (2 

3 

H, d, J = 8.6 Hz), 5.88-5.77 (1H, m), 5.20-5.12 (2H, m), 5.09 (1H, s), 4.57-4.54 (2 
H, m), 1.67-1.63 (2H, m), 1.27-1.22 (2H, m). 
[0345] (28-4) 

#%^!)(28-3)-e#^fcTy/V l-^'-tKn^v'-l, 1 ' -\f 7^.~/V-4- 
4Mi/?vy>u/^JjsV?$3c^U—h(479mg, 1. 63mmol), #%#!j(5- 
4)-e#£>*bfc[2- (v^h^^/V) -3- (^h^r^h^v/) -4- (YV7;VJrn^ 
/V)^^/V]^7— /V(505mg, 1. 63mmol^t±i^M|5f^fflV\ ##0"!l(13-l) 

, 0mm(i3-2)^xxf, mm m (2i- 3) tmm<7)jjmK£<9, 2-(tv/^^» 

-6-{[(4'-{l-[ (TV/^ttis) #/V/K~/V] */?nzfn\f;v) -1,1'- \f7^ 
;V - A -^ ;V )^^^;v) -3- (hy^/V^-n^/H^S#^(175mg, 4I@ 
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«3Mx*i9%)&#fco 

'H-NMR (400MHz, CDC1 ): S 7.72 (1H, d, J = 8.2 Hz), 7.51 7.45 (3H, m), 7.43 (2 

3 

H, d, J = 8.2 Hz), 7.36 (2H, d, J = 8.2 Hz), 6.98 (2H, d, J = 8.6 Hz), 6.11-6.00 (1H, 
m), 5.87-5.76 (1H, m), 5.45-5.38 (1H, m), 5.30-5.23 (3H, m), 5.19-5.10 (2H, m), 

4.61-4.58 (2H, m), 4.56-4.53 (2H, m), 1.66-1.62 (2H, m), 1.25-1.21 (2H, m). 
[0346] (28-5) 

&3§M (28-4) -C#btbfc2 - QTVA'tti/) - 6- {[(4'-{l-[ (TV/^tti/) 
j3/Vy$^;vys?n-7xi\?;V}-l, 1' -\fy^;V-A — i/V)^r^^;V}-3- ( 
hy^/V^-ti^/V)^ft#^(l75mg, 0. 317mmolK *3J:TX N, N-v^/V^ 
^tert-^^/V Tir^— /V(0. 300ml, 1. 27mmol)£M^^(2ml) 

ML, tert - y^;V 2 - (rU/l^rvO -6-{[(4'-{l-[ (TVA'tti/) 
=-;vyy^n-fn\f;v}-\, 1' -tf7^^/v-4-^/v)^ix]^/v}-3- (HJ:7 
/1^-n^/V) ✓Oo/:*— Ml22mg, Jfc*£63%) £r#fc„ 

1 H-NMR (400MHz, CDC1 ): 6 7.62 (1H, d, J = 8.2 Hz), 7.50 (2H, d, J = 8.6 Hz), 7 

3 

.47 (2H, d, J = 8.6 Hz), 7.40-7.36 (3H, m), 6.97 (2H, d, J = 8.6 Hz), 6.11-6.00 (1H 
, m), 5.88-5.76 (1H, m), 5.45-5.38 (1H, m), 5.29-5.24 (1H, m), 5.19-5.11 (4H, m), 
4.58-4.53 (4H, m), 1.67-1.63 (2H, m), 1.58 (9H, s), 1.26-1.21 (2H, m). 
[0347] (28-6) 

##^J (17-4) hmWiZA^X, ##^!l(28-5)-e#^fctert-^/V 2— (TV 
/Vttls) - 6- {[(4'-{l-[ (TVA'tti/) iJA^=^M 9 s9xr?ttM -1,1' 
-\fy^;v-A — - 3 - (Y])7/v3rxi^?-/v) ^^m— h (12 
2mg, 0. 2mmol)^fb, ^jt^^tlfB^^ (63mg, M59%) 3r#fc 0 

1 H-NMR (400MHz, CDC1 ): 8 12.23 (1H, s), 7.68 (1H, d, J = 8.2 Hz), 7.50 (2H, d, 

3 

J = 8.6 Hz), 7.48 (2H, d, J = 8.2 Hz), 7.39 (2H, d, J = 8.2 Hz), 7.25 (1H, d, J = 8.2 
Hz), 6.95 (2H, d, J = 8.6 Hz), 5.36 (2H, s), 1.72-1.68 (2H, m), 1.64 (9H, s), 1.33- 

I. 28 (2H, m). 
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MS (ESI) (m/z): 527 ([M-H] + ). 
[0348] (##^i|29)tert-7^/V 2 — fcKd^V— 6— ({ [3* - (^/WWtfwV) - 1, 1 

3-^n ; e^^^/M^-/V^/V*^(235mg, 1. Ommol) *3j;t^ ###1(25-4) 
-C#fetifctert-^/V 2-fcKn^fV-{[4-(4, 4, 5, 5-^h^p^vV- 1, 3, 
2- Wn^- 2 -^T/V) 7x/^]^f/V} - 3 - (MJ^/V^p^/V) 
i/^— h(494mg, 1. Ommol)<D^^i?-^(5. Oml)?^^ 2M-^MH-HJ?A 
tK^IS(1. Oml) . *5,fct^ [l.l'-t^^^/^^^y^^n-fe^l^cia/^ 
^MD-^nn^^#*p^(81mg, 0. lmmoDSriDifct, 50°C^-C2B#^ 

a#Lfc 0 s^^ia^Mbfcm, ^^^^^/v-ettm(3iii)bfc 0 

o 

X H-NMR (400MHz, DMSO-d ): 5 11.44 (1H, s), 8.12 (1H, s), 8.00 (1H, d, J = 8.0 

6 

Hz), 7.86 (1H, d, J = 8.0 Hz), 7.82 (1H, d, J = 8.0 Hz), 7.76 (2H, d, J = 8.0 Hz), 7. 
71 (1H, t, J = 8.0 Hz), 7.31 (1H, d, J = 8.8 Hz), 7.13 (2H, d, J = 8.0 Hz), 5.39 (2H, 
s), 3.29 (3H, s), 1.56 (9H, s). 
MS (ESI) (m/z): 521 ([M-H] + ). 
[0349] (#%#!J30) (2-T^y-4'-{[2- (tert-^h^v^/VtfwV) -3-tK^^>- 
4- (hU^/v^-i3^/v)^<^/v]^iy}-l, \' — \fZ?zc~;V-4—'(/V)tift& 

(22-2) -rmbfrft, (4' - { [2- (tert-Zfh^^^^M -3-tKn 

4-^|7V)g^(130mg, 0. 237mmol)(D^y— /Ht^(4ml) ^nv^A-T/l^ 
^(Rh5%) (lOOmg)^Px., 7K*#ffl^Tt--C, ^ig.T?2 0 F^»#Lfc Q 

^©Sl&fb-a^(63mg, JR*51%)Sr#fe„ 

J H-NMR (400MHz, CDC1 ): 6 7.69 (1H, d, J = 8.0 Hz), 7.35 (2H, d, J = 8.6 Hz), 7 
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.26 (1H, d, J = 8.0 Hz), 7.04 (1H, d, J = 8.0 Hz), 6.96 (2H, d, J = 8.6 Hz), 6.71 (1H 
, d, J = 8.0 Hz), 6.69 (1H, br s), 5.36 (2H, s), 3.58 (2H, s), 1.65 (9H, s). 
MS (ESI) (m/z): 516 ([M-H] + ). 
[0350] (##01131) [4' - { [2- (tert-^h^vofr/MiwV) -3-fcKt*Sf^-4- (h ] J7 
/V^-n^/V)^^v > /V]^-^r^}-2 - (i^vVT^y) — 1, 1' - t^^/V-4--f 

###U(30)-e#t>tvfc. (2-T57-4' -{[2- (tert-^h^^/l^VV) -3 
-fcKtrif->— 4— (hy^/V^-n^/k)^<^v?/k]^-df-^}-l, 1' 
^/V)g^(50mg, 0. 096mmol)OTi?h^hy/H§^(4mlMC36%*/wy^7k 
mm(0. 5ml), MdOOjul), *dJ;I^\ ^Ty*^b^^^hy^A(36mg, 0. 5 

9mmoi)^nR^px. N mmzxit&mftuto Bo^&Tkte&gmwtx.'fA'-vttiM 

- (MM^:^b/^>vO^/-/V=20/l) ICTWKU Hfe»^0«RI&fb 
^ (48mg, Jfc^92%)£#fc„ 

! H-NMR (400MHz, CDC1 ): 8 7.68 (1H, d, J = 8.2 Hz), 7.48 (2H, d, J = 8.6 Hz), 7 

3 

.27 (1H, d, J = 8.2 Hz), 7.12 (1H, d, J = 8.2 Hz), 6.93-6.87 (4H, m), 5.34 (2H, s), 3 
.63 (2H, s), 2.53 (6H, s), 1.63 (9H, s). 
MS (ESI) (m/z): 544 ([M-H] + ). 
[0351] (##$J32)2- (4' -{[2- (tert-:/>^>#/WwV) -3-\&v**~>-4- (HJ 
7;V^vi?.=3-;V)'<l/*J;V~\3r3cis} — 1, l'-tf A- 4^) -3— tKn^fi^ 

(32-1) 

(13-3) -e#^>tvfctert - 2 - fcKn^-> - 6 - [ ( {4 ' - [ 

#/V3j?=vv)y^VK|-i, i' - tf^^/v-4-^/v}^-^»y^-/v] - 3- (hy^/v 

^-ny^/V)^:^^— h(400mg, 0. 77mmol) ^ ^f;^/V*^K(3ml) N 
9^/VAT/V^tK(^90%, 300mg) . 33 <£t^ ^^7K*^-hy^(300mg, 3. 
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fc<Dtert - Zf^-?V 2 - 1 Yn^y - 6 - [ ( {4 ' - [2 - fcKtr^ - 1 - (^h^r^/V 
= /v) ^/v] - 1 , 1 ' - - 4 - ^T/v } it^-is) t^/v] - 3 - ( by T7/i^n 

;^/V) -<>-y^ - h (246mg, I«58%) £r#fc 0 

'H-NMR (500MHz, CDC1 ): 8 12.26 (1H, s), 7.71 (1H , d, J = 8.0 Hz), 7.53 (2H, d 

3 

, J = 8.0 Hz), 7.52 (2H, d, J = 9.0 Hz), 7.32 (2H, d, J = 8.0 Hz), 7.28-7.26 (1H, m), 
6.98 (2H, d, J = 9.0 Hz), 5.38 (2H, s), 4.18-4.14 (1H, m), 3.91-3.84 (2H, m), 3.74 
(3H, s), 2.26-2.23 (1H, m), 1.65 (9H, s). 
[0352] (32-2) 

&*5W(9-10)kWLmz.VX. B^M (32-1) X^htitctert-zf^v 2-fcKn 
*cis- 6 - [ ( {4 ' - [2 - fcKudr 9 S— 1 - (^h^v^/Vo^ ;V) ^;V] - 1 , 1 ' - \?y 
;n -/k-4-^/k}^-dr>y)^ / v]-3- {Y^y;V^rxi^;V)^<^/^.-Y^h, 
mVf<D2- (4' - { [2- (tert-:/b^#/V4wV) -3-tK^ :3 rv'-4- (HJ^/W 
^-n^/V)-<^/V]^-^}-l, 1' -tf:7a^A— 4 — f/V) -3-tKndr^n 
/^gg(65mg)£#7c 0 

^IDg-TO, ^b^fcKn^^^^ft^Tl, 4-v ? ^f-^S^^bTfflv>fc 0 
J H-NMR (400MHz, CDC1 ): 5 12.26 (1H, s), 7.71 (1H, d, J = 8.0 Hz), 7.55 (2H, d, 

3 

J = 8.0 Hz), 7.52 (2H ,d, J = 8.8 Hz), 7.36 (2H, d, J = 8.0 Hz), 7.29-7.26 (1H, m), 
6.98 (2H , d, J = 8.8 Hz), 5.38 (2H, s), 4.21-4.17 (1H, m), 3.97-3.91 (2H, m), 1.65 
(9H, s). 

ESl(ES-)(m/z): 531 ([M-H]*). 
[0353] (B^M33) (4' - { [2- (tert-^h^vofr/VtfwV) -3-fcKn^-4- (h ] J7 

(33-1) 

^bM#&(473mg, 2. lmmol)<D^h7tKn:77>-(2ml)^^ 
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/W^v^-k-O. 63M^h7tKn^7^^-S(3. 2ml, 2. Ommol) ^ttK^p T"CM 

-^^v?/^T^K(226m g) 1. Ommol) „ :JoJ;U\ [1,1' — ^(S^a—zWajv^-fy 
)^^rt^]^an/^^t>A(n)-v?^c2ri^^#^p^(32mg, 0. 04mmol)^ 

&-#U ft»(3— ry^ntVV-4-^h^-^^/V)Tirh^hy/Kl58mg) 

/>_o 

! H-NMR (400MHz, CDC1 ): 8 7.12-7.11 (2H, m), 6.83 (1H , d, J = 9.2 Hz), 3.83 ( 

3 

3H, s), 3.69 (2H, s), 3.34-3.27 (1H, m), 1.21 (3H, d, J = 6.8 Hz), 1.20 (3H, d, J = 6 
.8 Hz). 
[0354] (33-2) 

##f!j(15-4)^|^il^L-C, (33-1) -C^btlfc (3 -s(yzfn\f;V-4- 

=3rv'-3-^y7 P ntVV7ai^/V) Tir^— h (163mg) £r#fc 0 

'H-NMR (400MHz, CDC1 ): 8 7.08 (1H, s), 6.98 (1H, d, J = 8.0 Hz), 6.70 (1H, d, J 

3 

= 8.0 Hz), 4.64 (1H, br s), 3.69 (3H, s), 3.55 (2H, s), 3.21-3.15 (1H, m), 1.25 (6H, 
d, J = 6.8 Hz). 
[0355] (33-3) 

iMf#!l(25-5), ##f?!j(9-2h *3<£t^ (15-4) tmmKVX^ #%03( 

33 - 2) X^htltMWk(D^;V (4- fcKn^S/- 3 — f-yyWA-y^/k) Tirr 
— Kl63mg)^ib, mM<D^7V (4 , -fcKndri/-2— ryy°ntW-l, l'-tfy 
^-/V-4— l7V) T±T— h (147mg) ^#fc 0 

! H-NMR (400MHz, CDC1 ): 6 7.26-7.12 (5H, m), 6.87-6.82 (2H, m), 3.74 (3H, s), 

3 

3.67(2H, s), 3.09-3.02 (1H, m), 1.15 (6H, d, J = 6.8 Hz). 
[0356] (33-4) 
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###j(i6-4h *sj:t* (21- 2) tmm^x, 0nm(33-3)xnh 

fhtc^/V (4' -tK^ d rv^-2--ry7°ntVV-l, 1' — tfyo^vV-4 — f/V-)T-fe 
^-h»ftffM^(147mg), *5it^\ ##^U(15-5)-e#^f'2- (v'yh^yy 
^-/V) -3- (yh^yyh^y) -4- (Y^/V^rn^;V)^<>iy;V yyy;*/W^— 
M252mg, 0. 65mmol)^ib, %&M<D^/V (4' - { [2-tfvl^/V-3-tKndr> 

-4- (hyy/v^-n^/v)^<>'v ? /v]^-^>}-2-/ryy 0 nt o /v-i-i' -try^^ 

/V _ 4 _ rir^— h ( 1 6 9mg) £#fc 0 

'H-NMR (500MHz, CDC1 ): 8 12.66 (1H, s), 10.39 (1H, s), 7.83 (1H, d, J = 8.0 Hz 

3 

), 7.26-7.23 (3H, m), 7.12-7.10 (3H, m), 7.00 (2H, d, J = 8.5 Hz), 5.37 (2H, s), 3.7 
3 (3H, s), 3.67 (2H, s), 3.05-3.02 (1H, m), 1.16 (6H, d, J = 6.5 Hz). 
[0357] (33-5) 

iMt#!i(2i-3K ##^j(2i-4), $o£xf, mnm (i6- 5) tmrn^vx^ 

#(J(33-4)^1#ibtLfcy^^ (4' -{[2-*/^/V-3-tKndrv'-4- (hyy/V 
^-xi^jv) s<>i//v~\^3ci/} - 2 — fyy°nfc7v- 1 - 1 ' ' - tf y^^/v-4-^/v) 
Tir ^_ h(Dftffi ^( 16 9 mg )^^ tert _-/^- /V 2 -tKn:ar>/-6-[({2'— T 
y y°n tvv - 4 ' - [ (y h^>#/vtf^/v) y^viyj - 1 , 1 ' - ^7x^;V - 4 - -l7V } ^~ 
=¥v-)y^/V]-3- (hyy/V^ny^/V)^yy^— M91mg, 0. 16mmol)^#fc 0 

. -r^ - h^y/voDs - 3 ; : r-feh^hy/v : = 93/7 - 98/2) &m v 

'H-NMR (500MHz, CDC1 ): 6 12.26 (1H, s), 7.72 (1H, d, J = 8.0 Hz), 7.32-7.26 (2 

3 

H, m), 7.21 (2H, d, J = 8.5 Hz), 7.12 (2H, br s), 6.94 (2H, d, J = 8.5 Hz), 5.38 (2H, 
s), 3.73 (3H, s), 3.67 (2H, s), 3.09-3.04 (1H, m), 1.65 (9H, s), 1.15 (6H, d, J = 6.5 
Hz). 

[0358] (33-6) 

(9- 10) tmm^X, ##f?!j(33-5)-e#^nfctert-y^/V 2-fcK 

ndf-^-6-[({2' -^yyntVk-4' -[(yh^y#/MK-/v)y^/H-i, l'-tr 
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y^^;V-A — f/W^rV)^/V] — 3— (hy^/V^n^/V)^^/^— h(91mg, 
0. 16mmol)#^ Mfe@#W^^fb-^(84g, HX*94%) £#fc 0 

'H-NMR (400MHz, CDC1 ): 6 12.23 (1H, s), 7.70 (1H, d, J = 8.4 Hz), 7.28 (1H, d, 

3 

J = 8.4 Hz), 7.25-7.24 (1H, m), 7.19 (2H, d, J = 8.8 Hz), 7.12 (2H, br s), 6.92 (2H, 
d, J = 8.8 Hz), 5.36 (2H, s), 3.69 (2H, s), 3.07-3.04 (1H, m), 1.65 (9H, s), 1.15 (6 

H, d, J = 6.8 Hz). 

ESl(ES-)(m/z): 543 ([M-H]*). 
[0359] (#%$J34)4' - { [2- (tert-^>^^/V^/V) -3-fcKt^>-4- (W7;V 

irxi^tv) ^y^;v\^i/} -1,1' -fV^/v-4-^;/v#V^ 

(34-1) 

4'-£Kndr^-l, 1' -\f7 ^~;V - 4- J] ;V^m.(820mg, 3. 82mmol) 
^i?V(5ml)^mt-, TVJVTfVa— ^(lOml), *5it^\ a«^(5ml) ^JUIifcfe 

s^tK(2[hi). g&fp^^riR&^u mj^mm^w &xi&m^tz. 0 m 

m:n- ^ry-y/tim^?-;v= 5/ 1 - 3/ 1) ^TltMU M fi @#WTy /V 4 
'-tKndf-^-1, 1' -lfV^^-4-^^^U— h(582mg, iW60%)^# 

X H-NMR (400MHz, CDC1 ): 6 8.08 (2H, d, J = 8.6 Hz), 7.59 (2H, d, J = 8.6 Hz), 7 

3 

.50 (2H, d, J = 8.6 Hz), 6.91 (2H, d, J = 8.6 Hz), 6.10-5.99 (1H, m), 5.44-5.20 (1H 
, m), 5.31-5.26 (1H, m), 5.01 (1H, s), 4.83 (2H, d, J = 5.5 Hz). 
[0360] (34-2) 

(34- DXMhfhfcTV^ 4'-tKn^>-l, 1 ' - \£7^.~/V - 4 - Jj/V 
aff^fW'— Ml90mg, 0. 75mmol). $o£T$, 0^M(21-5)X*&bfrltctert--? 

6- (yn^f/V) -2- [ (tert-> ? >^v'^;/V^/V)^v'] -3- (hU^/V 
^-n^7V)-<^y^— h(400mg, 0. 88mmol)d^, ##011(16-4), #%#!j(16 
-5), feit>\ ##^!I(6-2)i!|ll#^LT, *afe^(D^fE^^(293mg, 31 
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'H-NMR (500MHz, DMSO d ): 8 12.9 (1H, br s), 11.4 (1H, br s), 7.98 (2H, d, J = 

6 

8.8 Hz), 7.82 (1H, d, J = 8.8 Hz), 7.76 (2H, d, J = 8.8 Hz), 7.72 (2H, d, J = 8.8 Hz) 
, 7.30 (1H, d, J = 8.8 Hz), 7.11 (2H, d, J = 8.8 Hz), 5.39 (2H, s), 1.57 (9H, s). 
MS (FAB+) (m/z): 489 ([M+H]*). 
[0361] (#W(J35) 

(4'-{[2- (tert-;7>^#/M}^VV) -3-fcKn^S/'-4- (hVy /V^m^/V) 

v7V] tti/ } - 2 - jm^w - 1 , l ' - - 4 - g^gg 

(35-1) 

##f!j(l9-l), ##^!j(25-5). ##^!l(l5-3)i!N#^LT, 
4-tKn^>^— /VTir^— h(15. 6g, 110mmol)#^ 

-4'-fcKn^i/-l, l'-t^^/V-4-^/V)Tir^— h(6. 32g, 3X@M^i& 

*21%)^#fc 0 

#X@-CfcJ\ ##$J(19-1) fc*gi!^5SJ&l£*3V vT\ HJ^B#^^12B#^^b/c 

0 ##{#J(15-3) fcm^-tZ>Eif&fc£>\,^X, mWt=*TM*mtLX4- (4 

, 4, 5, 5-Th9^^-l, 3, 2-^^-^137^-2 — f;V)7x/- /V^fflV^c 

o 

1 H-NMR (500MHz, CDC1 ): 6 9.96 (1H, s), 7.88 (1H, s), 7.55 (1H, app d, J = 7.8 

3 

Hz), 7.40 (1H, d, J = 7.8 Hz), 7.20 (2H, d, J = 8.3 Hz), 6.92 (2H, d, J = 8.3 Hz), 3. 
75-3.71 (5H, m). 
[0362] (35-2) 

#%^!)(21-5)-e#^fctert-^/V 6- (^T^e^P/V) - 2 - [ (tert - ;7> 
3:^JJJV^ /V)^-drv/]-3-(hy^/V^-n^/P')-OV , ^^h(3. 60g, 8. 56mm 
olh 33£X$, ##^!l(35-l)-C#^tv/c^/v (2-4vV5/v-4'-tKn^;y-i, 
l'-\f~7^.^;V-4 — (MT±T— h(2. lOg, 7. 78mmol) <DTi?h^M(50ml 
) ^ 7ki£~n-T\ ^Sfe^y^A(l. 61g, 11. 7mmol)^Px., ^^T2B#r H W# 
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= 95/5-70/30) ^"OltMU ig&l&VtCDtert ;V 2 - [(tert -^h^riS 
Jj;V7$ =.;V) H&i/] - 6 - [ ( { 2' - - [ (^h^#/VtfWl/) *<?;V\ - 1 

3. 06g, iW61%)£#fc 0 

! H-NMR (400MHz, CDC1 ): 6 9.93 (1H, s), 7.87 (1H, s), 7.71 (1H, d, J = 8.2 Hz), 

3 

7.58 (1H, d, J = 8.2 Hz), 7.54 (1H, d, J = 7.8 Hz), 7.38 (1H, d, J = 7.8 Hz), 7.28 (2 
H, d, J = 8.2 Hz), 7.01 (2H, d, J = 8.2 Hz), 5.27 (2H, s), 3.75-3.70 (5H, m) , 1.58 ( 
9H, s), 1.54 (9H, s). 
[0363] (35-3) 

#%$Ki6-5), *3j;t^ 0^m(9-io)tmm^x, ##$1(35- 2) 

ttfctert - ~7*f-?V 2 - [ (tert - ;7>3^#/V^~/V) Hr^ 9 y\ - 6 - [ ( { 2' - 
-4' - [ {^Y^ytDVif^ ;V)^)V\ - 1, 1' -fV^/k-4-^}^^)^^ 
]-3-(hy7/^n^/V)^<>o/^— h(88mg, 0. 14mmol);6^ fife*^^ 
IB^^(28mg. 2X@MJflW38%)£#fc 0 

'H-NMR (400MHz, CDC1 ): 8 12.23 (1H, s), 9.94 (1H, s), 7.89 (1H, d, J = 2.0 Hz) 

3 

, 7.70 (1H, d, J = 8.2 Hz), 7.55 (1H, dd, J = 7.8, 2.0 Hz), 7.40 (1H, d, J = 7.8 Hz), 
7.29 (2H, d, J = 8.6 Hz), 7.26 (1H, d, J = 8.2 Hz), 7.00 (2H, d, J = 8.6 Hz), 5.38 (2 
H, s), 3.76 (2H, s), 1.65 (9H, s). 
ESI(ES-)(m/z): 529 ([M-H]^). 
[0364] (#%$|36) 

(4'-{[2- (tert-^>^r^/V^7V) -3-tVv^>-4- (H^/l^J-n^vV) 
-^^v 5 /^]^-^} -2- (fcKn^rv^/v) - 1, V-^y^/v-A-^/v) gftk 

###1(5-4), (16-5), ##^!l(9-10)i:|^#^LT, #%#!)( 

35-2) -e#^>ttfctert - y^/V 2 - [ (tert - -? v^/VtfwV) V] - 6 - [ 
({2' -2M^/V-4' - [ (j*Y*&/i37ViS^A>)* e ?/l>'] - 1, l'-t7i^-4-^ 
}^-^)^/V]-3-(hy^/V^-n^/V)-<^y^— b(200mg, 0. 371mmol);5> 
fife»*©«|&fb^(62mg, 3X@M^W31%)^r#fc 0 
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'H-NMR (400MHz, CDC1 ): 8 12.22 (1H, s), 7.68 (1H, d, J = 8.2 Hz), 7.44 (1H, s) 

3 

, 7.30 7.18 (5H, m), 6.93 (2H, d, J = 8.2 Hz), 5.35 (2H, s), 4.59 (2H, s), 3.70 (2H, 
s), 1.64 (9H, s), 
ESI(ES-)(m/z): 531 ([M-H]*). 
[0365] (##$J37) 

(4'-{[2- (tert-7>^>^7/V^/V) -3-fcKndrv--4- (h\)y /V^rn^jV) 
<o vvv] ttis }-2-v'7/-l, l' - \fy^/v - 4 - 4;v) 

(37-1) 

##^J (35-2) T?#ibtLfctert - zff-fV 2- [(tert-^h^i/^/V^/V)^ 
is] - 6 - [ ( { 2' - tfvl^/V - 4' - [ (^h^r^/Mj^/V) /^/V] - 1 , 1 ' - tf7i=/V 
-4-^/V}^-^»^/V]-3-(hy^/V^-n^/V)^<>'y^— h(198mg, 0. 30 
7mmol)(D^y— /v^|g(4ml)^, t°U vV(49 /z 1, 0. 62mmol) , tKn^/VT 
^i&l«(42mg, O. 62mmol)^Px.T, ^&-e40#fl*#U-' o H^feg^^ 

^-(M^S£:n-^1^>y'^^/V=2 / /l) KHU f&M^tert-^/V 
2 - [ (tert - y~Y^J3/V^~;V) - 6 - [ ( { 2' - [ (tKn^ W^7) ^JV\ 

-4' - [ (^h^v^/M^— - 1, Y-My^=-?V-A-^?V}^%/)^jV 

] -3- (hy^/V^-n^/k)-<^y^-h(l70mg)^#^ o 
#e>^caM<^tert - y^;V 2 - [ (tert - :/ h^vO^/VzJwV) 2h^>] - 6 - [ ( { 

2'-[(tKndrW5/)^;V] -4'- [ (^h^i^/V^/V)^/!-] -1, l'-tf^ 

- /V _ 4 _^ /k }^-af-^)^/v] - 3- (hy^/v^-in^/v)^:^y^— h(i70m g )co 
^yany^y^m(4ml) ^hy^/KT^(71 /z 1, 0. 51mmol) , *5j:t>\ ^^VX 
;Vfc~;V?uW (23 ml, 0. 31mmol)^Px., ^&-ClB#Rg*#Uc 0 M^fe^ 

^O^y— /^^(4ml)^hy^/VT^>-(71/zl, 0. 51mmol)^Px., 14B#K 
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^VV 2 - [ (tert - -fY^JJ ;v^^;v) ^df >-] - 6 - [ ( { 2' - ^77-4' - [ (^r-^r 
1/-)j;Vt^^.;V)^;V\ -l, l'-tf^^/k^-^/W^^)^/^] -3- (hy^ 
/l^j-n^/V) ^>y^— h ( 1 25mg) £#fc 0 

tt^fcfiM^tert - y^/V 2 - [ (tert - ^h^vOfr/VzJwV) ^i/] - 6 - [ ( { 
2' —i/TS—4 - [ (^h=*r^#/V^— /V) ^VV] - 1, 1' - 

^y)^;V\-2>- (hy^7V^-n^/V)^<^y^— h(i25mg)(Dl, 4-v ? ^i^>- 
^«(4ml)^t°tiyv?^(33 J ul, O. 39mmol) ^Pi, 50°C-e2B#^ft#bf- o Mffi 
Ti-T^^^L^^tt/caS^y^^/V^^iB^^^h^^-CM^^ 
M:n-^-*)->/mm^/^=5/l)lZ.£VmmU tert-^/k 6-[({2'— > 
T7 -4' - [ v^/Vtf^/V) pt^/V] - 1 , 1 ' - fcf 7x^;V - 4 - -iVV } ttis) * 
^/V]-2-tKndrv--3- (MJ^/V^n^/^^Oo/ai— MlOOmg, 60%)£# 

'H-NMR (400MHz, CDC1 ): 8 12.30 (1H, s), 7.71 (1H, d, J = 8.6 Hz), 7.67 (1H, d, 

3 

J = 1.8 Hz), 7.55 (1H, dd, J = 8.6, 1.8 Hz), 7.51 (2H, d, J = 8.6 Hz), 7.46 (1H, d, J 
= 8.6 Hz), 7.27 (1H, d, J = 8.6 Hz), 7.03 (2H, d, J = 8.6 Hz), 5.40 (2H, s), 3.74 (3 
H, s), 3.70 (2H, s), 1.65 (9H, s). 
[0366] (37-2) 

(9- 10) tmmi^X, 0^(37 -D^mhtlfctert-y^/V 6-[({ 
2' - i/TJ - 4' - [ (^h^^/V^— 7V) **f-;V\ - 1 , 1 ' - t7i^/V - 4 - -f/V } 3r 
^c-»^/]yl-3— (hy^V^-n^/^^O-ym— MlOOmg, 0. 184mmol)/D^ 
&&T^:;V~7T^<Dmmk-& ! &S (80mg, 82%) £#fc 0 

'H-NMR (400MHz, CDC1 ): 8 12.29 (1H, s), 7.71 (1H, d, J = 8.0 Hz), 7.68 (1H, d, 

3 

J = 1.6 Hz), 7.55 (1H, dd, J = 8.0, 1.6 Hz), 7.51 (2H, d, J = 8.6 Hz), 7.47 (1H, d, J 
= 8.0 Hz), 7.27 (1H, d, J = 8.0 Hz), 7.02 (2H, d, J = 8.6 Hz), 5.40 (2H, s), 3.74 (2 

H, s), 1.65 (9H, s). 

MS (FAB) (m/z): 528 ([M+H]*). 

[0367] mmmD^-v^^vm 
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h-^(150mg) „ t/VP ^(50mg)*5j:t) ? ^T!;>'^^^v^r>^(6mg) &%)gUX 

[0368] mmm3)mm 

&3%m3<Oi\&®> (lOOmg) , =ap>f Kt£nfifcfti££ (0.2mg) , **rry>&t*r?**S 
(5mg) ,Wfe Sttt/I/n (275mg) . ^VyV (1 lmg) *5 it^^h-^ (98.8mg 
)£rfflwr, fftl^ot, «e^S:*Bt^-«o ^kfafeJ^Jteitt, jK^aSCT, =j— 

($^Jft|4)ffi»£iJ 

l.Ogh *5j;tJ«^y^(0.025niDSrg'^rt-5J:5^ »«SJ«r543g-*-3o 

^r7^^ hcl ^ hA (4oma%) , «*Sfi*ti7y^ (3m*%) , ^/yy (io«%) , 

y/Mf^y^ey^w— h (5fi*%) , 0.3%* o y^y^^y(20)y/Mfyy^ey5^u 

-h(o.3m*%), *5«ttj«*(4i.7m*%)d^j&«5g<o^y-AttJt^ MHbut# 
nms<oi\&m ( ioomg) ^ a-ts r. t ^ £9 , y y — ^m^-r^ 0 

[0369] ttm<nmmtffimm*<Dm£&ifflftmttL,x*5Q, uimm^w-^K^ 
v^xskmm^i&r^^m^vxv^o tot, jfew^ 
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[2] sk^Mm^i&r^m^-rm^mi^mm^mmo 

skmmm, tkwftmwmffi, mmmmmnrnffi (ptca) , Rux^hmwik 

mm, xt*. i&^^mmRxixx^m^ti^mmxh^x, lxrp^vk 
[5] sk^Mmm^mm<DmmRx^y / x^m(7)tcbb<Dmmxh<>x, LXRy#>K<Nr$i 

f$,5rbVX^t?mMo 

[6] LXRy^VK^, LXRT^XhXnLXRT>?^~XbX&%mM^lfah5<D\,^i? fh 
[8] LXRy^VR^ -^(Ia) 



F 




[^tfj, Ra 1 , Ra 2 ^Lt^Ra 3 tt, X^M^o-C, 7kitJjjC^\ tK^X, 7vmW^, M 

^/vS. W^/v^m^/v^ ^He^S, ^h^M, T±*F 
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Ra^T^Ra 5 ^ ^-Xlii^ot, 7kmm7\ i&mm7\ Xf2, ^H 3 ^ 

Yafc\ -^vy^, mm^tvfc^^^/VSC^^g^^, C -C T/V^-/V*, C - 

1 6 1 

6 

^/^m, filS^tbfc^=/M^/^(^Ke*^tt, c -c t/v^/i^ c -c r 

16 16 

xi*. mM£tit't°vi?^^m(m%m%:&fe. c -c t/v^s> c -c t 

16 16 

^$^^^X«^(^mfflJif^$^^b<^^/V-efe§ft5j<iI17!; 
[9] LXRy^fVK^, -^(ib) 

Mb2] 



F 




1 6 
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Rb 4 &tj*Rb 5 te, na— xttSfco-c, Tkmrn*. t^/vm. ^^m, *h*^m, ? 
Yb«, -o-it/um, m^tit'^o^mimMmMm^ c -c r/i^/i^ c - 

1 6 1 

6 

^^-/vs, mM^fit^^/v^/v^i^mmMM^ c -c t/v^/vs, c-ct 

16 16 

XI*. M#£;h^t 0 y^^/vS(^g«mSte, c -C T/V^S, c -c T 

16 16 

[10] LXRy^VK^,^^(ic) 
Wb3] 




Rc 7 

(lc) 



Rc\ Rc 2 , Rc\ 5oJ;^\ Rc'te, ^1— ^fcteM^, 7K^^, C -C T/V 

13 

i/m, iyy/^ti^h^-y^, hV7 sv^rn^Y^y^ ^<y?7 ;v$rva^^y^ ^y 
Rc 6 te, ^-CORc 8 K^, Rc 8 f3, C -C T/V^v'S, ^fc«, /M^^/C — C 

3 6 3 5 

3 5 

3 5 

Rc 7 «, ^-NCRc^ZcRc 11 ^^^ 

Rc 10 «, p^/Wg, ^/VS^fctev^t^PfcVVS^U 
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Rc 11 ^, C -C T/l"*/>m, -C T/V^V^mWm&M^ WM^Ma 

14 14 

c£Vm#L£frlZ>lB<D&X*3bZ>) , -^n^nfcW-CC -C TVV^rA-)^ C -C 

12 3 4 

PT/Vdr/V^, C -C T/V^/l^^U 



^hdriyS, v^/l^-n^h^iy^ hy^/l^-t^h^^ ^^^/l^n^h^v^ 
©^S^/3cfi, C -C T7V^-/vm, s^vtfSC —C Ts^SV^im^v^f/C 

14 14 1 

4 1 

C T/V^/VS^i") . C -C T/V=i^>S. (C -C T/V^vO^/Vtf^/VS. ^> 

4 14 14 

TVS, ^hnS, 7;^tnl, ^nnS, *3J;tX yp^Sd^*5^t e ] 

[11] LXRy^VK^, -^(Id) 
MM 




[□£tK Rd'te, ^-CORd 9 [iCT, Rd 9 {2, C -C T/V^i/m£fc.\-$^xiSf;c 

16 1 

-C T/V=^v-S(^f|^P^yc -C T/V^v-Sfi. l7!;M5#|(D/Nn>fVS"e 

4 1 4 

1 4 
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Rd 2 te, ^K^J^^-, yy7/V3rn?t^-;vm, 2,2,2- Y^y;V^m^;V^ ^y^-7;V 
Rd 3 te, C -C T/l^/l^ /M^^VC -C T/^/l^O^gl^P^ JC -C T/V 

14 14 14 

=¥/V^{i. l7^M5f@(D/M3^fV^-Cg^^cC -C T/V^/V^^i-). C -C 

14 3 5 

v^pX/v^r/vS, C -C 7;^^;H, C -C T/v^v^ 7^tnl, *fctt 

2 4 14 

Rd 6 *5i:U?Rd 7 ^, TkmMtt&V; 
Rd 8 «, ^-N(Rd 10 )ZdRd n 

Rd n «, c -c t/v^/vs, mmc -c Tsv^/vmmwm&mz, mmmma 

14 14 

dXVmtR&friZim&^&Z)) AC -C ^a7/^;^f^S, C -C 

3 4 3 4 

2 

U 

\ 7pnB^^PIr*to ] 
[12] LXRU^W, ^ jR^Oe) 

Mb5] 
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Re \ Re \ R e \ ioXXJ, Re 4 «, ^— lixfeteM^ **ll§H\ C -C T/V 

1 3 

^r/V^ hU^/V^-n^/V^, 2,2,2- hU^/V^-nm^/k^, ^^^/k^-n^^/k 
tKn^^/vS, ^h^S, ^h^ci/M, ^nnl, *fcf*. ^'n^l 

Re 6 «, ^-CORe 8 [^^, Re 8 J3, C -C T/V^v^ £fci3\ /nu^VC -C 

16 14 

1 4 

1 4 

Re 7 te\ ^-Xe 2 Re 10 

5£-SO Re 12 (^^, Re 12 fi, ^Vk^fc fS^/l^^-f-) Sr^-t^^U 

2 

nltfc!), ^^2^i(DgmS^-^ < ^^o-C^l>^S^?f^L-C^J;V^)^-r o ] 

Ye 2 }*, em^-zi^c^em^, ^-^^ii^ mmmm 

aexvmtfL&ftziJb^m^m^hZ)) , ^=^/>m, ^-ryy/v*. t°yvVv^ * 
fete, s&^^/i^ gm^Ty^/v»u<tegmt o y> ? /vs(^f^®mste, ^ 

ItSiaeft, C -C T/Vdr/VX, Y^^xi^^m, 2,2,2-Y^^n^ 

1 4 

^Vl^, ^.^^/V^ru^/vm, C -C T/V^/V^ C -C T/V^/l^ C 

2 4 2 4 3 

4 
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x^y^^/H, ^^T^ym, ^^-/VT^/S, v^/VT^/S, v 5 

[13] LXRy#VK^ ^|£5£(if) 



(D^uf /mVU^tltcC -C T/V=3^>S^i~) , /V-(C -C T/V=f 

1 10 1 10 

C -C T/V^/VT^y^, ^fcte, v^C -C T/Vdr/V)T^y^(^f^T/V 

1 10 1 10 

14 14 

14 1 

-C T/V^iy^ T^/m, C -C T^/VT^y^ i?(C -C T/Vdf /V)T57^ ( 

4 14 14 

Rf^*, ^?{tJ!j§H\ C -C T/Vdr/VS, /M3^VC -C 7/^/H(^^/M3y/C 

16 16 1 

-C 17^M7f@(D/Nnyy^-eg^$^cC -C TVl^r/VX^i - ) 

6 1 6 

, (C -C T/V^^)-(C -C TVV^r/V)^ (C -C T/V^v^^-CC -C T/V 

14 14 14 14 

(C -C T/V3r/K*/V:7^/V-)-(C C T/V^)^ (C -C TfV^jVK 

14 14 14 

;Vs£~/V)-(C -C T/V*c;V)m, (C -C T/V^/VT5/)-(C -C T7Vdr/V)S. [ 



Mb6] 




Rf*}3\ ^-CORf 9 ^^^ Rf 9 }*^ C -C T/V^c/V^ C -C T/V^drv- 

1 10 1 10 

1 10 1 10 
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14 14 

,c-c ^pt;v^;H, c — c T/Hr~/i^ c — c TA-^^/HS. fcKn 

3 6 2 6 2 6 

dr:/;VS, C -C T/K^v^ s^uffSC -C T/V=3drv^(^^n^VC -C 

16 16 16 

1 6 

C -C T/V^r/V^-^-S, C -C T;^/^/V7^^/H > C -C T/V^r;V^/V^=. 

16 16 16 

T^/S, C -C T/Vdf-/VT57S, >>(C -C TM^T^K^STM 

16 16 

1 6 

R^J^RfU, *fcfctMfttK zk*HH\ C -C T/V^r/VS, ^n^VC -C 

1 4 1 

4 14 

fcC -C T/V^/^^t") ^ C -C ^P7M;H, fcKn^^S, C — C T 

1 4 3 6 1 4 

/V-adf^^ /AD^VC -C T/V3df-i/S(^S/>D^C -C T/Ka^^f3\ 175 

14 14 
1 4 

1 3 

Rf 8 ^ ^-Xf 2 ^ 0 

[afc^ Rf 10 ^ ^-CORf^K^, Rf 11 ^ tKn^rv-/^, C -C TVKadf-S^ (C 

1 6 

-C ^n7;W-(C -C 7;^;W^ C -C 

3 8 1 6 3 8 

. C -C T/V^r/VT^yS, [(C -C ^n7M;V)-(C -C 

1 6 3 8 1 6 

C -C ^n7;^7^yS, v>(C -C 7;^)75/S(^fl7;W 

3 8 16 

3 8 

nT/V^/V)-(C -C T/V3r/V)]T^yS, v>(C -C i/W;W)7$/S, N-[( 

16 3 8 

C -C ^n7/^)-(C -C T/V=¥/V)]-N-(C -C 7/V^r/V)7^S, N-( 

3 8 16 16 

C -C ^n7;W-N-(C -C T/V^r/V)T$yS, N-[(C -C ^P7/Wf 

3 8 1 6 3 8 
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;V)-{C -C T/V^r/V)]-N-(C -C Zy^nT/V^;V)TX/^ tKn^/VT^/S 

16 3 8 

1 6 

Rf 12 ^^ Rf* 2 «l, C -C T/V^r/V^ (C -C ^n7M;V)-(C -C 

2 1 6 3 8 1 

T/V^r/V)^ C -C ^n7;^;H, T57^, C -C T/V^f/KT^/^ [(C -C 

6 3 8 1 6 3 

^n7M/V)-(C -C T/var/V)]T^yS, C -C ^nT/V^r/VT^S, vXC 

8 1 6 3 8 1 

6 

^=Sr^^U-Cb«tV^, -^[(C -C ^n7/^;V)-(C -C T/V^/V)]T5/^ vXc 

3 8 16 

-C ^o7/^/V)7^S, N-[(C -C S/^n7/W-(C -C T/V^r/V)]- 

3 8 3 8 1 6 

N-(C -C T;V^;V)T%J^ N-(C -C ^P7/14/V)-N-(C -C 

1 6 3 8 1 6 

)T$y^, n-[(c -c ^n7;^;v)-(c -c t/i^t/v)]-n-(c -c 

3 8 1 6 3 8 

i^-NCRf^CORf^K^ Rf^te, 7ki§JjjC^\ C -C T/V^-/vm, (C -C 

16 3 8 

T/Vdr/V)-(C -C T/V=3r/V)S, *fcf3\ C -C ^o7;l^/H^L, Rf"te, 

16 3 8 

TK^J^^-, C -C T/V^/VS, (C -C i/^n7;W-(C -C T/V=3f-/V)S, 

1 6 3 8 1 6 

fit, C -C v-^nT/V^/^^i-]^Wi~§^, 

3 8 

^-NCRf^SO Rf 15 ^^ Rf 13 ^, -hfa^lDica^U Rf 15 ^ C -C TfV^rfV 

2 1 6 

(C -C ^oT/^)-(C -C T;V*c;V)m, WtXt^ C -C ^P7^ 

3 8 1 6 3 8 

Xfte, m&&, C -C T/VdfW>S, ifcfcte, -c T/i^uvSKMSKifiifc 

14 14 

Xf 1 ^, — NRf 16 — rA*, c -c 7;^;vM*t)^ -o- 

1 4 

N -s- % -so-, *fc«, -so -&&Tz>m&^V; 

2 
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mft&MtTkmmvttcu yM, mm^m^m^mt^mm^^-o^m 

gmSS^af^, C -C T/V^/VS, /M3^C -C T/V^/VSC^fl^n^VC 

14 14 1 

4 14 
1 4 

S&*$Mft3\ C -C T/V3r/1^ tKn^rMC -C T/V^/V)*, *^#^fMC 

16 16 

-C (C -C T/V=3=arv-)^/V#^/V-(C -C T/V^/V)^ /^nf J 

16 16 16 

C -C T/V^r/VSO^^t^VC -C T/l^/VSte, 17^^7^@(D^ayVS-e« 

16 16 

&£*LfcC -C 7;^;VS^f),(C -C ^nT;W-(C -C T/V^r/V)S 

1 6 3 8 1 6 

. C -C T/Vr^/v^ C -C 7;^^;vS, c -C ^nT/^/Vl, fcKn^V 

2 7 2 7 3 8 

C -C 7;Vn^S, /^n^VC -C 7;^^S(^g/Nn^7C -C T/v 

16 16 16 

1 6 1 

-C T/V^r/l^^S. C -C 7/^/WV7^^;VS, C -C T/V^/V^/Vv^^/V 

6 16 16 

C -C T/V^r/VT^y^, C -C ^n7;^;V7$yS, v>(C -C T 

1 6 3 8 1 6 

i7^S©IiSfi:-ii:^oT, Sift Jlu\ &3&0§(^:fcJ:T«Mlj§C^e>fc5 
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L-CWV^),^(C -C i/7nT/V3c/V)T^/^ N-(C -C ^n7M^)-N-( 

3 8 3 8 

C -C 7;^7W)7^/1, tivVSjVT^S^ (C -C T;V*;V)j3;Vtf=.;VT^S^ ( 

16 16 

c -c ^^n7/v^/v)*;v^^/v7^yl, n-[(c -c T/v^-/v)^/v^/H-n 

3 8 16 

-(C -C T/Vdr/V)T^/S, N-[(C -C ^nT/Mr^^^-N-tC - 

1 6 3 8 1 

C T/V^/V)T5:yS^ C -C 7^dr/^^*^7$/I, N — (C -C T/V^r/V^ 

6 16 16 

/V^-/V)-N-(C -C T^;V)T^/^ N-(C -C T/V^/KVVtfWl^-N- 

16 16 

(C -C ^n7;W7^S, sjvK/l^ (C -C T/V^/l^/V-^/l'S. 

3 8 16 

Jj^V/l^ (C -C T/V^ZS)j3;Vtf^;V^ Jj/V;<^/V^ (C -C T/V^r/V 

16 16 

T5/)#/V^—/VS, (C -C i/^n7;^7V)*/l'#-;V'S, ^(c -C T/V^r 

3 8 16 

K^^LT^iV^), N-(C -C ^i7nT/V=3r7V)-N-(C -C 77V^r/V)T5/# 

3 8 16 

;^^S, ^T7S, ^hnS, *5it5, ^P^VS^ib&3P£^L; 
W&W&y f«\ C -C T/V^r/VS, fcKn^MC -C T/V3r/V)S, (C -C T/V 

16 16 16 

(C — C T/V3VV)S, ^/V#:7 0 KC -C T/V3VV)3£, (C — C T/V^r/V^ 

16 16 16 

^")-(C -C T/l^r/V)^ (C -C T/V^/V^/V77^^/V)-(C -C T/V3r/V)S. ( 

16 16 16 

C -C T;V*c;V^;V^z=-/V)-(C -C TA&c/V)^ T^AC —C T;V3c;V)^ (C 

16 16 16 1 

-C T/V^/VT^/)-(C -C T/V3VV)S. (C -C ^nT/Vdr/VT5/)-(C -C 

6 1 6 3 8 1 6 

T/Vdr/V)S, v*(C -C T/v3vv)T57-(C -C 7;l^;V')S(^S7;WfA'SH:, 

16 16 
1 6 

&£V\K i^(C -C ^P7/l^;V')7^-(C -C T/V^/V)S. [N-(C -C 

3 8 1 6 3 8 

T/V^r/V) -N-(C -C TJV3c;V)T%S\-(C -C T/V3W)S, tKn^vWS, C 

16 16 1 

-C T/1^3rv^ C -C ^P7K;m^S, ^/V^^hS, C -C TfV^rfV 

6 3 8 1 6 

C -C ^n7;^;vftS, C -C T/l^/l^/l^^/VS. C-CV^ 

3 8 1 6 3 8 
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nT/v^/v^/v^^i^/v^ c — C T/v^c/v^/v^^/v^ c — C ^n7;^;w 

16 3 8 

;V*^/VS, T^7^ C — C T/V^r/VT^/S. C — C ^n7/^/V7^S, v>( 

16 3 8 

1 6 

/V^^^b-ObiV^), v>(C -C ^7/^)7^1^ N-(C -C ^P7;V 

3 8 3 8 

3r/v)-N-(c -c T/v^-7V)T^yS, *3J;TX ^vt?;mfrbfj:Z>m&^1r 0 ] 

l 6 

[14] — ^(lf)^*3V>T, 

Rf 1 ^ ^-CORf 9 ^*^ rA*. C -C T/V^r/VS, C -C 7;^i/S, 

16 18 

yyc -c 7/U3^S(S»/>p^/c -c r^a^Stt, i^^7io^nyy 

16 16 

m~em&£fritz.c -c T/v^i/g&^ir) , c -c tvi^/wt^/S^ vX 

16 16 

C -C T/l^/V)T^/^(^T/I^r/l^te\ H3— ^cteM^, 2o<D^flT/V=3r 

1 6 

^^^^9M^^17!;^3^<Z>ig^-^Wi-§57!;^7MISfP^n^y 
Ri 2 ^, zk*J®w\ yy~7>v^rxi^)V^ 2,2,2- MJ^/i^J-n^/i^ ^>^;7^ 
Rf 3 ^ ?Ritjj^\ C -C T/V^r/VS, /M3^C -C 7;^/H(^^^n^VC 

14 14 1 

-C T/V3r/V2£«\ 17!?^5{@(D^Na^fVS^e®^tL7tC -C 7;V^/VS^t) 

4 1 4 

. C -C ^n7/V^S, C -C 7/V^^S, C -C TA^^/V^ tKn^ri/ 

3 5 2 4 2 4 

c -c 7;vn^S, ^M^yyc -c T/^3rVS(^fJ^n^fVc -c T/v 

14 14 14 

1 4 1 

-C T/V^r/V^^S. C -C 7/VW;V7^^/Vl, C -C T/V=¥/^/V^=/V 

4 14 14 

C -C T/V^/VT^/m, v>(C -C T/V^f7V)T5yX(^f^T7Var/V 

14 14 
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Rf^j^Rf 5 ^ m—itfttemt?:*), 7&mw^. t^m, ^^m. by?**** 

RffrK ^-Xf^Rf 10 * 

Rf^te, ^-CORf^K^K Rf 112 ^, fcKn^V/V-S, C -C T/^*VS, ( 

1 4 

C -C ^n7;W-(C -C T;^;^i/S, C -C ^n7;Wf/W> 

3 6 1 4 3 6 

T^y^. C -C T/V^/VT^jm, [(C -C ^n7;^;l/)-(C -C T/V^/V) 

1 4 3 6 1 4 

C -C ^P7;^;V7^S, vXC -C T;v^;v)T^/^{m%T;v^ 

3 6 14 

1 4 

s£-so Rf^K^, Rf^te, c -c T;v^/H, (c -c ^nm;v)-(c - 

2 1 4 3 6 1 

C T/V^/V)S, C -C i/^P7M;H, T^/S, C -C TW^r/VT^S, [(C - 

4 3 6 1 4 3 

C v^nT/V3VV)-(C -C T/V3r/V)]T^/^ C -C ^nW^/S^ * 

6 14 3 6 

14 

^-NtRi^CORf 14 ^^ Rf 13 *^ 7k*jj§H\ c -c 7M;H, (c -c 

14 3 5 

^T/Vdr/V)-(C -C T/V^;V)m, C -C ^oT/W^L, Rf""fct 

12 3 5 

, TK^J^^-, C -C TW^r/V^ (C -C ^P7/14/V)-(C -C 7;^;»S, * 

1 4 3 5 1 2 

fcf*. c -C ^nT/^/^^*f]^i*SS, 

3 5 

^-NCRf^SO Rf 15 ^^ Rf" a «, _h|Eirl^«a^b, Rf^fcfc, C -C T/l^ 

2 1 4 

/VS. (C -C ^n7/W-(C -C T/V^r/V)^ C -C V^n7/^ 

3 5 1 2 3 5 
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xf 2 *^ c -c T/^u>m, isitft, m&c -c r/^u^mim&m 

12 12 

Xf 1 ^ ^- NH -, -o--*fett-S-Sr^"5^-C*>«J; 

^nv^y/v-sr*, t°ny/i^ ^y/v^ N ^^-/^ -i^vy/i^, tt-y-^y/v 
^^vy/vs, ^i^y^y/vs, ^-Tyy/vs, Wif/urn, satta, t°y^v^/v 

^y/vs, ^r^vy/vs, ^-^yy/vs^ ^T/y/vs^ t°y^vs 

, Wttt. ^y^^&^ir) ^ m^Jb^em^m^Tti^y/vmmM^T- 
u^y/pm-i, trnjJ/]^ :7y,i^ ^-/^ ^^V*y;H, ^^^y/vS, 

n^y/VS(fcfcU Yfte, ^^^FtSfP— 7"ni/^y/VS^^{t^^#^fP^^^ 
l^U ^B»f^P^nv^y/vXte, ^Ky~/^, vWn-O-yVy/vS, 
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v^tKn^^yvy/^, ^^u^y^^m, Th^h*^yv^m. is/tn, ? 

^M3^@(DS-Cfe5) xm ; 
Stfe^¥0flfcfc, C -C T/V^r/VS, tKndfMC -C TfV^rfVm^ #/V#3rv-( 

16 14 

C -C T;V3c;V)m, (C -C T7V=idriy)^;/V/J?^/v-(C — C T/V^VV)^ s^vf? 

14 14 14 

7C -C T;^;vS(S^^n^VC -C T/v^/vSte, lJ5S5i©/NP^/St 

14 14 

W$£tifz.c -c Tsv^csvm&mir) , (c -c ^nr;v^;v)-(c -c T/v^/v) 

1 4 3 6 1 4 

C -C T/V^/vm, C -C T^^/vm, C -C i/?vTsV3c/V^ tKndr 

2 5 2 5 3 6 

^/vm, c -c T/v=i^m, s^uffSC —C T/^df-i/K^t^P^yC — C T 

14 14 14 

^^-ym^s llbmsmo^nf ;mxWM^tltz.C -C T/V^df.^^^-) ^ C 

1 4 

-C T/l^r/l^^S, C -C T;V^c;V^;Vy^=-;vm, C — C T/V^r/V^/V*^/V 

14 14 14 

C -C T/V^/VT^/S, C -C ^ynT/Vdr/VT^S, v^C — C T 

1 4 3 6 1 4 

LT^iV^). (C -C 7^)*/M?=/l'7^S, (C -C 

14 3 6 

T/Vdr/V)^/V^/VT5/S, N-[(C -C T/V*r/l')jJ/l'7$~/V\-~N-(C — C T 

14 14 

/Vdr/V)T^y^, n-[(c -c ^P7;W*ym?=;v]-N-(c -c T/V^r/V) 

3 6 14 

T^y^, C -C T/V^/WVMJWVT^/S, N-(C -C T/V=3r/^/V*^/V)-N 

14 14 

-(C -C T/V^r/V)T^y^, /Jvl^/V*, (C -C T/l^/V)#/V4wV^ 

14 14 

is/V^ (C — C T/V=idr>/)^7/V7K^/VS> ^/W^^/H, (C — C TfV^-fVT^A 

14 14 
1 4 
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•C*>5f»^ 1 3 fclfESt© EISSo 
[15] — ^(lfHCjoV^ 

Rf 1 ^ ^-CORf 9 ^^. rA*. C -C T/V3=arV^fc^M3^VC -C 77V 

16 14 

1 4 

C -C 7;^^S^t)^t]|rf tSStfe!); 

1 4 

Rf 3 /^ 7ki§J3§H\ C -C T/l^/V^ /np^/C -C 7/Wr/H(^S^ny/C 

14 14 1 

-C Tsv^/vm^ lJb^U<o^xi^f/m^U^f^.C -C T/^/v-SSr^i*) 

4 1 4 

% c -c ^p7;i^;H, c — c 7;v^;vS^ c -c T/v=ta^>s, 

3 5 2 4 1 4 

Rfts«i;T*Rftf5, £fcJ2M&«9, zkiflJ§H\ ^f/H, hy^/v^-n^ 
RftiK ^-Xf 2b Rf 10b 

[5£cf\ Rf 40b «, ^-CORf^K^ Rf" b te, tKn^vvi^ C -C 7;W3^S, ( 

1 4 

c -c ^n7;W-(c -c 7;Wf;v)^I, c -c ^nT/^W^V 

3 5 1 2 3 5 
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s, T^/m, ^/i/T^/m, ^/^T^ym, v^vkt^/^ v^^wt^s, * 

Sl-SO Rf^KtK Rf 12 "^ C -C T/V^c/vm, (C -C v-^nT/V=¥/V)-(C - 

2 1 4 3 5 1 

c T/v^/v)^ c -c isfuT/i-^m&^irl&mirzm, 

2 3 5 

y /v- 5 — i7^S£r^U 

ra\ i&xt*^ wen, ite£Tf4&^fo&) s ^^/]/mm%^^^mcM5& 
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l^£/mil&<9, ®mS#jSf2J:f9^X$ti§i7!»M2^|(DS-efe<9, ^f£fc°yi^V 

Ml»af2te, ^^/VS, *5j^\ ^an^^^^-eS>«9 ; 

®^Kl¥i3f2te, C -C T/V3c/vm, tKo^^f/H, l-tRa^^/V^ 
1 4 

„ hy^/V^-n^^/VS. 2,2,2-hy7/V^-i3^^-/VS. ^>'^7/^nxf/H 1 c 

2 

-C C -C T/V^/VS, C -C ^^nT/V^r/VS, tKn^/VS 

4 2 4 3 4 

T^y^, ^;VT^;m, i/^JVT^/^ v?xf/P7^7S, sjvl^/l^ y^/k# 

MlSl¥y f2«, y^WS, ^/VS, tKn^y^WS, yh^v-y^WS, 
y^W5£, ^/VT^y^/V-^ ^fyVTi/^S, (N-y^vv-N-^^vVT 
^y)y^Vl^, y)>3rv^ y^/VT^y^ vW/KT^y^, ^/V^-n^, *5iT>\ 7n 

[16] — ^(lf)^*5VNT, 

^-coRf 9 '^^ Rf 3 ^ c -c Tfr^i/m&mlr) %mirz>mx*&><0 ; 

3 5 

Rf 3 ^ y^/k^ 3^/1^ 2-^nfcV^, 2-y^/V-2-7°nt:VV*, hy^/V 
^ny^WS. 2,2,2-hy^/V^-n^^/VS, ^n7ntVH, *fcfi, 

nf$5 J; t^Rf 5 ^ 7K*J^^--e^«9 ; 
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2 

Xf^, ^-o-Sr^rr5S-cas>U; 

*-e*>«9, ^^^^^/^^l^^-t-§Yf 1 *Dj:OTf 8 (D©^5AM«, i:*3«fcT*4#rc& 
-efe5ft^il 1 3 t^f b*cd ism 0 

[17] — ^(If)(cl*3V^ 
; 

Rf 3 ^ hV7A'3-v*<7-A'&-£foy ; 
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u 

m-e*>«9, ^f^^^/vS^l^^i-^Yf J ^oj;u?Rf 8 (Dgm{i®«^ i*3«tt^4^-efc 

m&frm*. Ztrtti. U 3*5J;tJ«2^:-Cfc5)-c*)5] 
-efe^fMil 1 3 fcf B*(D |£^£ 0 
[18] LXRy^VK^, 

(4' - { [2- (tert-^h^^/V^/V) — 3— fcKn^V— 4— {yy7 /V^rn^/V) 
-l, l' -lf^^/v-4 — f/v)@^^ 

1- (4'- {[2- (tert-:/^v-#/V^/V) -3-tKn^rv--4- {Yy~7 frUrn^f- 
;V) ^y-y/V\ Hr^-is) - 1 , 1 ' - If 7i=/V - 4 — f ;V) ^n/n/Ny^/v#Vt, 

2- (4'- {[2- (tert-^h^>^7/V^/V) — 3 — fcpn3f~>— 4 — (W7 AsUrn* 1 ?- 

;v)^<^;v]^r^}-i, V-^y^^/v-A-^/v) 

(4'-{[2- (tert-^h^r^/^— /V) -3-fcKndf->-4- (MJ^/^Pp^vW) 

1 , 1 ' - tT^cn^/V- 3 --f/v) g^ii, 
(4'-{[2- (tert-^h^r^/V^/V) -3-fcKudf^— 4- {Y))Z7;V^rxi^;V) 

^driX } - 2 - - 1 , 1 ' - If ~7x.^-/V - 4 - -l7V) 

(4'-{[2- (tert-^h^v^/V^/V) -3-fcKn^->'-4- (hy^/l^n^/V) 
sOitAsltti/} -2-^nn-l, 1' - fc'7x-;V-4 — f/V) 
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(4'-{[2- (tert-^>^>^7/V/K^-/V) -3-fcKndp">— 4- (hy^/V^n^^/V) 
-< V vVv-] ^h^r v- } - 3 - -7;v^rn — l , l ' t^^^/v 4 -fVv) gl^ 
(4'-{[2- (tert-:/>3r^7/M}wk) -3-tKndriy-4- (hy^/l^n^^) 
^^/Kl^^-S-^cm-l, l'-tf^^/V-4-^/V)g^^ 
1- (4'-{[2- (tert-^h^r^/V^/V) -3-tKn^ri/-4- (MJ^/V^n^ 
/v) ^ v- } - 3 - - 1 , l ' - tf ^^/v - 4 - ^f/v) ^n^n/^ 

(4'-{[2- (tert-^>^^/^— /V) -3-1^^-4- (hy^/k^n^v^) 
^^/V] ^ iy } - 3 - ^ f>^>- - 1 ( i ' _ fcf - 4 - ^) g£^ 

(4'-{[2- (tert-^h^r^/V^/V) -3-fcKndK/-4- (hy^/V^-n^^-/V) 
^^^/V] 2h^> } - 2 - by - 1 , 1 ' - \f~7^;V - 4 - -iVV) 
tert-^/V 6-[({2'-^/V-4'-[(^h^>-^/V^/V)^/V]-l, l'-fcT 
^m^k-4-^/k}^-^)^/V] -2-fcKn3rS/-3- (hy yVl^-n^/V)-^ 
k 

(4'-{[2- (tert-^>dr^/V^/V) -3-fcKa^-4- (hl^/l^n^/V) 
^^/k] ^"dr^> } - 2 - x&A, - 1 , 1 ' - t~'7x^^ - 4 - <4/V) g^, 
(4'-{[2- (tert-^>^r^7V^/V) — 3— fcKnde-^— 4— (hy^/l^J-n^/V) 

vvV] }-2— — 1, 1 ' - tf - 4 — f/V) 

(2-T^y-4'-{[2- (tert-^h^rv-^/V^^/V) -3— (hy^/k 
^-n^^/V) ^^vvV];^^} - 1, 1'- \£~7zz.=.;V-A-4;V) g^ 
(4'-{[2- (tert-^hdr->^7/V^/V) — 3 — fcKndf">— 4 — (h])y /V^rn^/V) 
■^vVV] ^ v- } - 2 - aJvl^W - 1 , 1 ' - tr - 4 - -f/V) fflslk 
(4'-{[2- (tert-^>dr^/V^/V) -3-fcKndf->-4- (MJ^/^Pp^vW) 

^^/v]^^} -2- (tKt^v^vv) - 1, l'-tr y^/v-4-4M H^lk *s 

(4'-{[2- (tert-:7>^>#/V^/V) -3-fcKndf">— 4- (hy^/V^n^/V) 
^O-^/V] tf-df- v- } - 2 - i/TS - 1 , 1' - \fy^/V - 4 - ^/V) g|sB6 
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«!&3lfcgi3U:fB«©gKgo 

[19] LXRU^VK^, 

N— (2, 2, 2-hy^/k^-a^^/^) — N— {4— [2, 2, 2-MJ7/^n — 1 -fcKn^r 
1 - (MJ^/l^n^/H ^^/v]^cn^/v}^<^irV^/^VT5H\ 

3- ^nn-4-(3-(2-^°ntVV-3-hy7/V^-n^/V-6-^^X-[4, 5]- 

2- (3-{3-[[2-^nn-3 - (hy;7/]^ny^/V)^^vvK| (2, 2-^7^/^ 

2-^<>iy/V-Q, 7-v ? ^h^>-3-[4-[2, 2, 2-hy:7/V^P-l-tKn3rv / 
-1- (hy^/V^-n^/V) xf/V]7i^/V] -4(3H) -^^7^ 
2--^^v ? /V-6-(2-tKn^>^h^»-3-[4-[2,2,2-hy^/V^-n-l-t 
Yri^y-\-{Y^y;^ri^;V)^;V\y^;V\ -4(3H) -=¥^yyy>\ 
2-^Xv ? /V-6- (2-fc°yv7V) -3-[4-[2,2,2-hy^/V^-n-l-tK^ d rv / - 

1— (hy^/V^-n^/V) =c*f-)V\-7^^;V\ -4(3H) -^r^y/^ 

6 - ( 1 H - -f^y /V - 1 - -|7V) - 2 - (4 - p^vWO^/V) - 3 - { 2 - ;*5vW - 

4- [2, 2, 2-hy^/V^-n-l-tKndrv--l-(hy^/V^-n^/V)rc^-/v]^ ;n - 

/v} -4 (3h) -3^-yy/>\ 

2— ^^/1^-6—7/^13 — 3- {3-p*Hf~>-4— [2, 2, 2~hy:7/l^hn-l-t 
Kodf-^-i- (hy^/k^-ciy^/k) ^-;v\-7^;V)-7- (4-^/l^y^/V) -4( 

3H) -^yyy^, 

3— {2-^/1^—4— [2, 2, 2— MJ^/V^rr — 1— tKa^>— 1— (MJ^/V^-a^ 
7V)3z^-/V]^^/V}-2-(3-t°y> ? /vy^-/V)-6-(lH-l ) 2, 4-hyriA- 

-l— r/v) -4(3H) -=^yy/>\ 

N, N — i^y^/V — 3 )3 — tKtidf- V=J 

6-ynn-7-yh^>-3-{2-y^-/V-5-[2, 2, 2-hyy/V^"i3-l-tKi3 :3 r 

iy-i- (hyy/v^-ny^/k)^^/v]73i^/v}-2- (3-^^^/vy^/v) -4(3H 

)-^yyy^ 

2-(3-y/V^~l3--<^v?/V)-6, 7-v ? yh^y-3-{2-y^/V-5-[2, 2, 2-h 
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y^/V^-n — 1- (hy^/V^-n^/V) ;V\y ^^=-;V\ — 4(3H) - 

=3r^-yyy>-, 

tert— :/^VW 2 - ({4- [Tir^^(^/V)T^7]^y^iy}^7k) - 6-7/^ 
n - lH-^K-zv- 1 — ^/VatfdfW'— K 

tert-^^/V 2- ({4-[(^o7 ( PtV^;^Vf C^/V) T^/]^/^ 

-4, 6— S^/Vcfrn — 1H— /V-l-#/V#3ri/W- k 
tert - -?*3-?V 6 - ([4 - [ ( -y^n^n t°;V*/l'#'^) (^/V) T^/l^ydrv']^- 
/v) -2-tKn^V-3- (hy^/^ti^/k)^<^y^— 

tert-y^/V 2-tKn^>-6- ([4-[^^/V(^/V^/V^/V)T5y]^^y^r^ 

-3 - (hy^/v^-n^/^-o-y^— 

tert-y^/V 6- ({4-[Ti?^-/V(^/V)T5:/]y^/= 3 rv / }^/V) - 3-^^/1" 
-2-tKndri/^O'i/^— k 

tert— ^^/W 6-([4-[(^o^PtVV7tf/V) (p^/V) T^/]^/^ v^^/V 
) -2-fcKtrff~>— 3- (hy^/i^n^/v^io^— k 

(4'-{[l- (tert-y>dr^/V^/V) -6-7/1^^13- 1H — f^K— /i>-2->f 
/V]^h=¥v-} - 1,1 ' -fy^^/k-4-^/V) g^ 
(4'-{[l- (tert — ^h^^/VJj?— /V) 
/V]p<h3rv'}-3— ^nn-li'-t^x^ /V-4--f/V) 

[5- (4-{[l- (tert-y>^^/t-^/V) - 6- 7/^n - lH--fyK-;V-2 

(4'-{[l- (tert-y>dr->^7/V^^/V) — 6 — ^/l^n — 1H — fl'K— /V-2--T 
7V]^h^>}-2— ^C2n-l,l'-^7x^ /V-4--f/V) g^ 
(4' - { [2- (tert-^h^v-^/V^^/V) -3-fcKn3fV-4- (hy^/^a^/k) 
^^/Vl^iy} -1,1' -tf^cn^/V-4 — f/V) ffjsfik 

(4'-{[2- (tert-y>^>-7J/V^/V) -3-fcKudf^— 4- (hy^/l^n^/V) 

^-^iy J-3-7PP-1, i' - tr^m^/t- - 4 - -T/V) g^ 
(4'-{[2- (tert-^>^r^7V^/V) -3-tKndrv--4- <>y:7/l^)-n^/V) 
v 5 ^] ^-dr } - 2 - m^vW - 1 , l ' - tf^^/V - 4 - g^, 
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(4'-{[2- (tert-^h^v^/V^fc/V) -3-fcKndp">— 4- {Y))7;V^rxi^/V) 

-O-v/Vl^^v-} 1'— 3 — f/V) @£S^ 

1- (4'-{[2- (tert-^^v^/l^JwV) -3-t^n^>-4- ;V^ru^ 

;V) s^it/V] Hr**s } - 3 - - 1 , 1 ' - tr^^/V - 4 - -f/V) ^n/n/^ 

#/i^V^ 

(4'-{[2- (tert-7>^>^7/V^/V) -3-fcKn^v--4-^y^ntf/l^:x^/V 

— l'-lf7^/V-4— f/W)ftH, 
(4' -{[2- (tert-^h^^/V^/V) -4 - :7/M~ti-3 -fcKn^V^VS^/W]^- 

l'-lf7xsi^-4-^)ftK, 
(4'-{[2- (tert-y>dr^/V^/V) -4-ynti-3-fcRt2^^/>?/V];^r 

[5- (4- {[2- (tert-^h^f^/V^/v) -3-fcKn^i/-4- tvUm**?- 
/V) -^vyV] Jr^%/}7^z=.;V) - 2 - g^ 

(4'-{[2- (tert-^h^^/V^/V) -3-tKndf-5^— 4- (bVZf/l'&v^M 

'O'lt/l''] tti/ }-2-— hci-1, l' - tVx-;V - 4 - - Y/V) g^ 

(4'-{[2- (tert-y>driX^/V^/V) -3-fcKnde">— 4- (hy^/l^-n^/V) 

^y-vVk] ^ v- } - 3 - ^/V^-n - 1 , 1 ' - tf 7oi^/V - 4 - -f/V) g£g^ 

(4'-{[2- (tert-^>=ar^/V^ /V) -3-tKndf->— 4- {\*)7 /VHm^f-M 

^yV-JV\ tti/ } - 2 - y-^/k - 1 , 1 ' - If 7 ai^/V - 4 - -f/V) 

(4'-{[2- (tert-y>=¥^/^7jf=/V) -3-fcKn3~^-4- (hyy/V^ny^/V) 

^driX } - 2 - y h^r - 1 , 1 ' - tf y^rvV - 4 - -f/V) g^ 
(4'-{[2- (tert-^h^i/^/V^/V) -3- fcKndf-^— 4- {YW/V^rv^/V) 
-<^v ? /V]^-driy}-2-^nn-l > l'-tf^^/V-4 — f/lOS^gt, 
(4'-{[2- (tert-^h^^/V^/V) -3-tKndp->-4- (hy^/V^n^/V) 
^^/^] ^"dri/ } - 2 - by 7 /l^n^/V - 1 , 1 ' - If 7i=/V - 4 - ^T/V) g^ & 
1- (4'-{[2- (tert-y>^>#/Vtf^/V) -3 — fcKn3^>-4- (bV7 'A>Hm* e ?' 
;v) s<is*?a/\ tti/} - 1 , l ' - if 7^^/v - 4 *y?n7°xi/*yj3;Vi$i/W., 
tert-^^/V 2-fcKndrv/-6-({[3'-(^/V^/V^/V)-l, l'-tf^^/V 
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(2 — 4' — {[2- (tert— ^h^r^/V^^/V) -3— tK^V— 4— 

^ru^/v) ^ } - 1 , 1 ' - If - 4 — f /V) g£0£, 

[4'-{[2- (tert-^>dr^/V#^/V) -3-tKn=3fi/-4- (hy:7/V;<J-t2y^-/V) 

^^/v]^-^>}-2 - (i^vKT^y) -1, Y-\f7^^v-A-^;VmW., 

2- (4'- {[2- (tert-^h=3r^/V^/V) -3-tKn^>-4- (hy^/l^ny^- 

/V)-<^>?7V]^-^}-i ( 1 '_ l f^—7V-4--r/V) -3-tKn^xyn/^^ 

(4'-{[2- (tert-^>^^/^— /k) -3-tKndrv'-4- (hy^/l^ny^v^) 

^^i^/V] ^ } - 2 - -fy -fn t°;V - 1 , 1 ' - tT73i=i7k - 4 - -f/H 

4'- { [2- (tert-y>^Vvfr/V^/V) -3-fcKP d rv'-4- (HJ^/l^ny^/V)^ 

tti/ } - 1 , 1 ' - t7i^/V - 4 - #/l^V^ 
(4'-{[2- (tert-^>^r^7V^/V) -3-tKn^v--4- (hy^/V^ny^V) 
^<^v?/^] tf-df-y } - 2 - tfvl^/V - 1 , 1 ' - tVx-/V - 4 - -jVk) mB:. 
(4'-{[2- (tert-:/h^#/M}wV) -3-tKn d r^-4- (hy^/V^-ny^/k) 
^<>iy;V\^r^} -2- (tK^^y^Vv) - 1, 1 ' - t^x^ - 4 - -iVv) gft^ X 

(4'-{[2- (tert-^>^r^7V^/V) -3-tKn^-4- (hy^/l^J-ny^vV) 

vvv] v- } - 2 - eyry - i , i ' - tf ^^^/v - 4 - ^T/v) gEH 

[20] LXRy^VK^, 

2-^y^-6, 7 — S^Mf~>— 3— [4— [2, 2, 2 — WJ^/^n — 1 — tKtrdf-> 

-l - (hy^/v^-ny^/v) rc^/v]^;n^/v]-4(3H) -^yyy^ 

2- ^^/V-6-(2-tKn^v-^hdriy)-3-[4-[2,2,2-hy^/V^-t2-l-t; 
Kndf-v--l- (hy^/V^-ny^-/V) -4(3H) -^tyy/y, 

3- {2-y^-/V-4-[2, 2, 2-hy^/V^-n-l-tKi3 :3 rv / -l-(hy^/V^-ny^- 
/V)^/V]^-/V}-2-(3-t°yv > /Vy^-/V)-6-(lH-l, 2, /V 

- 1 -- r/v) -4 (3h) -3^yyy>\ 

tert - y*^-;v 2 - ( {4 - [ (^nT/ntyv^/V/tfy^^/v) (y^/H T^yl^^y^r 
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-A, e-S^/Vcfrn — lH->fVK— k 
tert - -f^-;V 6 - ([4 - [ ( v^n^n t 0 /V^7/V^^7V) O^VV) T^/l^/driX]^ 

-3 - (MJ7/V^-n^/W)^>-^— k 

(4'-{[i- (tert-^>^>^7/v^/v) -Q-y/v^rn-iu — fyK-/v-2-^ 

/V] } - 1 , 1 ' - If7x=/V - 4 - ^|7V) g^ N 

(4' - { [2- (tert-^h^^/l^Jwk) -3-fcKti3rV-4- (hV^sV^-u^/P) 

^<z/i//v~\^r3ci/} -1,1' -if^^/v-4 — <;v) g^ 

(4'-{[2- (tert-^h^r^/V^/V) -3-tKndr>-4- i\^)-7 Mxi^ ;V) 

^yV'fVl Or^s }-3-^pp-1, 1' - \fy^^;V - 4 - -|7V) g£@^ 

(4'-{[2- (tert-!7>^#/M}^vV) -3-tKn3->-4- (hy^/V^n^/V) 

^ 1/ } - 2 - m^vW - 1 , 1 ' - t^x- - 4 - ^) g^ 
(4'-{[2- (tert-:/h^#/MJwV) -3-tKn d r^-4- (hy^/V^-n^/k) 

v7V] ^~dr } - 2 - ^/V- - 1 , 1 ' - f^m^/V - 3 - ^|7V) g^ 
(4'-{[2- (tert-7>dr^/V^/V) -3-fcKn^>-4- (hy^/V^n^/V) 
^<^^/V] ^-^r-> } - 3 - - 1 , 1 ' - tf :7;n^/V - 4 - -fVV) g£g^ 

(4'-{[2- (tert-:/h3rv^/MK— /V) -3-tK^^v^-4- (hy^/l^n^/V) 

tti/ } - 2 - p< h^>- - 1 , 1 ' - \fy^.=-;V - 4 - gfg^ 
(4'-{[2- (tert-y>=¥^/^7jf=/V) -3-tKn^>-4- (hy^/V^n^/V) 
^y^/V] :<h^> }-2-^nn-l, 1 ' - t^^^/V - 4 - -|7V) g£^, 
tert-^/V 2-tKndr^-6-({[3'-(^/V^/V^/V)-l, l'-lf^^/V 

- 4 - ^r/v] 2h¥ } ;*^vv) - 3 - (h y ^/k^-n^^/k)^<^y^— h N 

2- (4'- {[2- (tert-:/h^#/V4wV) -3— fch*P3F">-4- (hV7/^v^ 
7V)^^J;V\^r^}-i, i'-\fy^/v-4-4M -3-MYv^y°ns<>m., 

(4'-{[2- (tert-7>^>^7/V^/V) -3-fcKndf">— 4- (M^/H^n^/V) 

sOiS/V] ttis } - 2 - - 1 , i ' - tr - 4 - -r/v) w&t, 

(4'-{[2- (tert-^h^^Aofc /V) -3-fcKndf->-4- {Y\)Z7;V^m^jV) 
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^O-v^/Vl^-driX} -2- (fcKndrv^A-) -1, l'-tf:7^/V-4--f7V) X 
W\ 

(4'-{[2- (tert-^h^^/V^/V) -3-tKndf->— 4- (hV^A^n^/U) 

- 2 - iyry - 1 , 1 ' - tr^^/v-4 --f/v) g^ife 
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